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(54) [ft9]0&|*] 3 - KU i?Jl/T3 /fc^Sfctt*©**^^**!*^^ 
(57) [W^g] HUteS ( 1 ) 

w&smmvmm. 



CD 




(oS*, A(±-co-i^{i-so 2 -*^^^>^co— 
H"C«SfL*ai**L, B(i*fe^r, -CHOH-ifc 
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mmmcrMM] 




A(4-CO-4fel4-SOj-3&»<a*4iP«0— 

MT^a&SSr^U B(i#*fr£, -CHOH-ifc 

fdt>L<ii*aBHcorsy*. \&mry>vr^ymhL 

J43«K££tj^\ ) T-*$nS3-b°U^;kTSy^ 
[11*112] A^-CO-(7)^, Bti#*S£\ -CH 

ou-£tz&*}>v#~>vm*^L. Di±*i->&tzi±m 
mm^z^L. Q^^yttzimmw^ir^L. r 1 

ffiS7^3^y)&;^-^7Sy», ii^Kli 

R 2 ( 4**BFf . ^ n y y JM^ £ tz ltiSMT)V a # 
Sr^U R 3 {i:7k3gM^*^(i^n^>M^*7Kt. n 
a 2 £ fcii 3 cDSi*T"& h m$m i IBtto 3 - tr y ^ 

[If*H3] AHfi-CO-COm^. Bli-CHOH-I 
^{4^;P^;«2r* L , D {4* *y £ fcliSBMB^ £ 

m^OT 5 71, ffii7i/;l7 S L < f4Tn-f 

sya. Bix;^-;i7sys, w&dvu^^^dv 
^;17S71, Hftt> L<m$W&cr>ry\s4 b'^ s 
7ySt/;«-lnS^L. R 2 i47k*M^ Any 

ym?£fzi±i&m.T^a^^m^^L. rs{±#*8fp 
ttziz^uy ym? £ u n« 24^(43 commx-h 
& nmn 2 12*^ 3 - t° y *jivt 5 y<ft£*4 

<(4Tn--f/PTS./*£^U R 2 «4*fftM^ ao^ 




* «±An y ^Jfff £ * L . n|J2tAS If 3 IBtt 
O 3 - 1 y i^r S y tt&®>}£ tz\±^crM, 
HIM&S5] 4-757-N- [2 - (4— ^V-OP 

- l -tr^u^— ;p) x^;k] -n- (3-b°u^) 
^yX7S h\ 4-xf/17S7-N- {2 - [4- 
(A-yiV^n^yYJ )V) -1 -t°^U^;H xf- 
;W -N- ( 3 -try x/u) oxrs h\ 4-^vy 
;17S y — n— {2- [4- u-^kJj-n^yyw 
;M - 1 -e^ys^n/p] x-^;m -n- o-try^ 

;l)^yx'7SF, 4-^yvy;17 5 7-N- {2- 

[ 4 - { 4 - yjvxuK.yyj )V) - i - t^. y v=~ 

3-j~!V\ -N- ( 3-ty^) <yX7S K££ 
fi^tOJSA^^SIf *3S4lBtftcO 3 - k° y 5 J\t 

^mttzizznu* 

itmm 6 ] ntxm 1 l 5 tiBtto 3 - e y s-vi-t 

[0001] 

5 j it-^mtfzit^rcomtmz^tL^is^-ti mm&iz 
mth o 3 - b° y >>;kr s Mt^m zx/zco 
tm. &ji%*vh~y2^fktmf¥mixkL. mn 

j&*Bft^s OKSSgts, w^tr, ^sm. -tq^, she 

»MrtEt!i;31#i (PTC A) ^igftWSi&Ml^Jlil^jS 
iS(PTCR) f^Hft^t =fc -5 TSH^ S gtS^O 

[0002] 

imftm%£\ ^m^im^Lx^h. mmm 

wsitisHittiftiff^ (tao) *?mw$mm 
mm (a so) %zn*comMimM,<o%±Mi¥izi3 
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mmimntmmtyzim u jD3UKwtjfli/j^^}i 
* • mmtmz «t«siis . t tic, -t 

IBS-STV^ [Drug Dev.Res.,8,149(1986)#SB] 0 £ 

tz. mmmimz^LtztfiL'gh-tuh-yizx'omMiz 

mm-f^^t^W^tiX^h [Circ.Res.,54,711<198 
4);J.Clin.Invest.,66,306(1980)#KS] . ZtVPiL. * 

ffimmmztt h - > 2 ^mmma . ^mmmmm 
ftmm&mmnm&stmmm-ftz^LfzAmztt lx 

3r«fl£j&S5r S *i.T ^ * . W*(f , * f V 'J ^^*T*> 
h*9v*zW [»5 5-l 0 5 6 7 9-9^18] # 

M4*ffi'l4?)-fe a h - y 2 ttmmcotefrlz^Mim 

*ff^, - 2 4 2 6 2 9 J S§-&MlZffl7jk%fLX\i 

oi->2 ssttfiiKffffi * ^rr * uwrntkr s yssw 

R 1 




(CH 2 ) r - N 



tfnttix^tz. 

[0003] 

mmsm* ftuzn l t§sv *mmm s ws-fen 

[0004] 

[S®^»^-TS^i>6^#S] f3HM¥7 - 2 4 2 6 2 9 

m&m± .^v-y2 &mffls&m it^hwrn 

HJ« 3 - b° 'J i^T 5 y^-^50f^ffl{i5S7JT\ *MfI 
WWOftf^SgWOT^T/l'r * S D v Y- y\m 

^mmmmw^'MzM l . &wiWftffi 

=&£<&S£-tM> [Biomedicine,24,102(1976)#H§] . 5 

t x>v? 4 y\z^/y\±mtiX'fo D,f^a t^yiilf 
v *#PSffl3ft££?S LXKVfrX'fo ^izifi. -fe n b — > 2 
#}gSlS{i*tWSS^5i<»JL/t [Agentsand Action 
s, 16,446(1985) ; ibid. , 18, 581(1986) ;Arzneim.-Forsch. 
Drug Res. ,41, 616(1991) #fS] . i ft <73feR( 4 . 

£ 0 s -fen h-y 2^fattmncDMm$]$k$:'$l}z.~t& 



*Wmi. HR^ ( l ) 

[0005] 
Ut2] 



.btfX'ZZ, 



<1) 



HT-«$^-g»a^^L. BI4*«r&, -CHOH-ifc 
<(J7D-{;l/7SyS, iiyw-;i7syi, « 



{4 3«»iiSr^-f-. ) -C*§ixS3-tfU^r3y'ft; 

^mt-tz^^mLmz^K^^^thmm^mm 
xfoh* 

[00 06] R 1 , R 2 $5£?SR s <7)J\riyym.^-t LX 

mm^mf^tt, R^^y'R 2 ««r;i- n^yit 

LXit. Witt. y>©«i0V^n^tSi»L. ^J^«J".^ 
n-7'>^>-. t e r t-7>dr ^(7)^*1*1^ 
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LTti. mUi*j~)V^ x-^;K 7oe;l, zfi~)V^(r> 
&Sft 1 L4 f««T ;l^;«##(f £>ftft . £ 

y. A'i/ij;i/7sy, ^^^y-;i,7sy, y^y-f/p 

7S7, hy?;^n7-fef;l/7S/, *<.WA fVT 5 
y^r^/iyrsys^'W&ftft. R 1 ogJ&x/i'* 

y s xj'yxM-zirsy, 's>-t">'7M-;i7S 
y. p- l/i/xyxM - ;i/7 S yf^W^^S „ R 1 
«M7/l-3dfy*/l^7SySi: LTf±, ffl£i£ 

y % tert-7'W i^/i^x^r 5 y £>*i 
4. RWWKSkUll, l«*fctt2««fi* 




« J F* I II»S*tT^Tfc«t<, lilt Ltti, 
yf-;K Xf;k 7nW, tert-/f;K 7i- 

Mt At nm&omt 3{Z£?dZ4 erft ft . 

[00 07] ( 1 ) «St LTii. iMSL iSBL 

<y-tfyy/v^yK, Wixxyy/t/*yig^<y)W«y./p 
*>®<7>itf«&. pse n sshil vi-fyi, 77/1 

[0008] ( 1 ) 

( l ) t'*$tift 3 - try y/i'T s s-ik-sm&ixfzcr, 

[SSS1 ] 
[^3] 




(CH 2 ) n -N 




Q-B 




\ / 



(2) 



7'^ 



(3) 





7^ 



(L) 



(^tf, R 1 , R 2 , R 3 , A, B, D, Q&ltXniinW 
BfcH*, Xfc^ittJtfcfct'NnyyjeFffcjjr*-. ) 
fl^fll ( 1 ) tt, ( 2 ) fc-ffc^ft ( 3 ) £KJEG$ 

-itft i t i t ft . -fk^ft ( 2 ) <7)X3&* 

y'fSh' (DCC) , 1- O-y^f/kT^y/ne 
)V) -3 -^)Vi))V^JA S h'&BSS (EDO ^<7) 
»£*J£ffifflU ^^-^ft^fc^T-^fto RJGfcfflV* 
ft^fcLTlx.. iiJfi^xf^x-f^, 7l7bK 
P77V (THF) , N, N-y7fWA7$P 

( dm f ) „ jyy-f;u-y;^^r^K (dmso) . tg-ft; 
y^-p-y\ ^y-tfv, h/ixy, T-feh>\ yf;l/xf 

jS*T, W4U<ii0 o C^^U3 0 o CT"fcft. gOEBfRg 
\t 3 0 L 7 2 IfflgL if 4 L < i* 2 L4 8 B#IS 

x 4 /t«H*yjy co«HMTT-tf a eoarsra u*. * 



^yy'filf^lxyr^J;, hyxfA-TS^ * 

/i^y^tftfrwrafcffifflu fc-^si ( 2 > s- 

a^**G*ftfc:3e»ft, ( 3 ) h^JE^^rMitt- 

ft £ t ft . R*6(cfflv^»«l4. WitT^x*-^ 
X— 7VK THF, DMF. DMSO. ityfl/V, 
-O'-tfV, 1/lxy, 7-trly, yf;lxf;l^lyf 

4 L<lx- 1 0°C^rV>L3 omi.. RjtEB#PBlix3 0 
#2r^L7 2BHBL ff*t<IA2!3r^t4 8liSiarC35 
ft. =5rfc, *£05t±^v£tty7VX. 0Ri£T7U3>#y.;£ 

[00 09 ] x^Noyygf^^ ( xwNn^yjg 

^tixii. mtify ■ymm z f. «*js^, 

fciia^SJI^W^^ift. ) s KjetrfflV^ftigSi: 



(5) 



1 0-77 27 1 



s ec-WJfW, t e r t 

jf3fc«r y ^A»)7iw y^s«Bas^*^-f & i t 

HF, DMF. DMSO, 'vSMf;* f-;k U >-K b U T S 
K (HMPA) , WtX+W^ 0-tf>\ f/liy, 

■&te&m\> *$>ti&. %.$Mm& - 2 o °c^v * L^«^)ai 

,(CHj) n — n X Q-B- 






7^ 



ISKi3 0#£^L7 2WHL ff4 L<ii2&^L4 SB# 

^JEtT4-^^;P-rsytf ViSy ( 4 —DMA 
P) Z1)UZ-&Ztfi i T$&„ 

[ooio] iwmm2 ] #tib^-£* ( 3 > ra^fis 
*«wfls^» ( i ) <n^mmmt. tib^-tsje^ 

Ut4] 



a) 




(CH 2 ) 




Q— B' 




(3) 



(sfctf. R 2 , R 3 . B, QfcitfnlimiafclSKSL R 4 
flS^fl) ( 3 ) ti, titers ( 4 ) ( R^«7y/lit 

.xt-^^ i^y, /n^y, >fyrn^>-f<o 

HT^Jfyl, ?i<Wm. y77S, -bnl. 7S 
>\ ^f;l/75/, y'^f/krS/, €WJyf(^7 

sys, y?/i^f>^ ^h^jt/ju^—ju^ xi^y 

y? /l^jtf - )Vm<n$MT)l> u^i/ft)V#— iVWgW&Vf 

Kt LTi±. mnmm. mm. v ywmnm 
*?yx)v-frym, ^y-eyxiv-fcyw. h/ny 




£ L"Oi. M*.i£*. *-9J—)\>^ x?y-;K 7n« 
y— ;K y7ny\v-;k l-yyy— ;k 2-~f? 

J—)V, ylf/H-f'k THF, DMF , DMS 

o. mt^^-v-y. <y-£y. uuy, 7tiy, y 
f- )v^ivy- y-ym. h&xm^tih com&nwmi * $> 

LXtiSS&^Ll 0 OTTCftS. KJEB&|gHi3 0#=5r 
v > L 9 6 mm. ift L < (2 1 3r v> L 7 2 n# iar ft 5 . 
[ooii] [«jg&3 ] ISBfbS* ( 4 ) -fifths 
*«TOft^Hl ( 1 ) «-^B£*[a*(i, TIBt^-r^JCE^ 



+ 



(CH 2 ) n - 




- b ~O r 



7^ 



(4) 



(^(f. R 2 . R 3 . R 4 . B. QtJilXnlilffiBtra 



J* ( 5) t-fb-^a ( 6 ) ( Yc7)y\ 



(6) 
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LTti. witr f yxf;i7 s >\ t 'j ^y^^rtie 

LDA, tl'J^TS HVcOTS FSaS. 
-^F'J^A. n-y^/FU^^A.. sec-/f/iyf 
>7A. tert-7'f/Wf^, tert-7'l^y 
^ U ^ AlpcDT/i^ U , jjcKfl; 'J ^ A , *BKb 

IS. Kffi-t- h'JW, U ^A^cD77k# 'J^KM 
K^Srffiffl^--i.ii:^-C-*-S>. ?§$fc LTt±. ffl£i£ 
i^X^/l-X— tVK THF, DMF, DM 

so. mt^i-uy. o-tfy. i/ny, r^hy, 

£>ix-g>„ EJE^tt-2 0r£v*U8M<oSlj54't\ 
iLOJO °C3rl^ L 1 0 0 °CT"& 5 . RJfcBfPeKi 1 
t9 6Bf|ffl, *f*L<l42&V>l,7 2ll*IHT&4. * 

^b^-b'J^A. s^-fb^u^A^WNa^wtr;^ 

[00 12] 

[WfifiJ] H&sS ( 1 ) •C*3*i4#»gHfc£»K3'3 
*, . JTFfc^ftW^^o-feci F - y 2 SSfrte 
fitftffl, ^nFx>#roc7^£PM^ffl&J:t>'#^y 

4-rsy-N- {2 - [4 - (4-7;^n^yy^ 

;t^) -l-t^^x/p] x^;H -N- (3-t°U^' 

4-7i/-N- {2 - [4- (4-7MD^yy''f 
/F) -l-hxyy-;W xf-;F} -N- (6-?no 
- 3 - t U i/'/F ) <yXT 5 F^ 5 7V/HI ( fc-^ft 
B) 

N — {2- [4- (4-7/Wn^yV>f;P) -1-t 
^Ui?x;p] X^/H -N- ( 3 — t 'J ~y)V ) xrj^-y 

r 5 f^s ?-?>um& ut&bc ) 

N- {2- [4- {4-7)V^nK>V*4 )V) 
^iJy-il/]lf;H -N- (3-tU^) >fVX3 

4-*/L-5/l/7S/-N- {2- [4- (4-7/1-^n 
Oy-i/H - 1 -tWJs^x/F] xf;k) -N- (3 

-tru ^vf) ^yx*75 F^s y^)VWM (titeWE ) 

4-xF=3r>-#/F#x/K7*$y-N- {2- [4- (4 



- 7Wn^yy^ /F ) - l - t"< y >*x;f ] xf-/F } 

- N - ( 3 - 1 L) -JjV ) ^yX7 SFAS7 "7/FK& 

4-7S7-N- [ 2 - (4-o-y-f/F- 1 -t^y 

y-;K xf;H -N- (3-ty^;F) <yX7S F 

4-x^-;IxT$y-N- {2- [4 - (A-yjVXuK 
yV4)V) - 1 -t^U^'x/p] x^-;M -N- (3- 
b° 'J S^P ) KyXT SH7 v/H!JB ( fls^Sl H ) 
4-A't/iJ;V7S7-N- {2- [4- (4-7)V^u 
^yV4)V) - 1 -f<U S/x/F] xf-;F} -N- (3 
- 1 y i^F ) KyXT 5 KS7 v;HI ( -ffc&ifc I ) 

4— ^yy-r^rsy-N- {2 - [4- (4-7/F:* 

n^yy-f^) -l-t^y^x/F] xfvF} — N — 
( 3-ty >>'/F) ^yX7S (-ffr&^J ) 

4~^W F-N- (2 - [4- (4-771-^n^yy 
-OF) - 1 -t^U^'x/P] if;H -N- (3-tU 

3-y F^-N- i 2 - [4- (4-7;^a<yy' 
-f;t^) - 1 -t^y^x/i-] x^;H -N- (2-yF 

7-24262 9^-&mtommm 1 9 1 izmm^t^ 

[0013] [-fen Fxy 2S^*SffivSttc0fiJ^] W 
i s t ar-KY«tt7 7N (#»2 2 0^^t3 

7 0s) »8SS»mU JHIPaBlllt«mLfc. i« 

igmjfli^tcit^^a l < k 1 . 5x30 

mm) ^^LJt. i^fl3|s§r3 7°C^)Kr e b s-H 
e n s e 1 e i t*jg£ ffifc Ltz^VJ^m (10ml) 
iZ5 0 OmgtfOft^WCHSL. 9 5%0 2 +5% 
C0 2 ^il^'X^I^L^„ 5fitJ{4. 5171 h7yxf 
a-t-(TB-62 1T, B**«) ^fflV\ J±7:T 
y/(AP-621G, H^yen) tr-ffL. Ay 7%% 
Uzi-y- (FBR-2 5 3A, MWmWi) tJBffiLT 
jfflSL^. fij®±. 1 ifflivraBSIBkaflL tnfxv 
1 0- 5 MT-lRffi§-i±. 3t#fi:-feaFxy l 0" 8 H3x 
1 0- 5 M^«t5:^i;SJR|i^4 5 ^IST" 2 0IE» 
20g*rj>'Fa-;l-t *<9flL 

KS«-6flriWfffflK:ov^«»fLfc. ».»^^-«ra Fx 
yJDSIitcit^-ftfttpif^fflli, -feaFxy3x 1 0" 6 MJR 
»=StLT 5 0%«iffirj-r4iftK$' I C 50 ffifc LT^fefc 

(»1 ) o 

[0014] 



(7) 
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B 



D 



E 



F 



G 



H 



I 



J 



K 



L 



[0015] [toi- y&mzm- h mmmnm 

.£] — M&LfcW i s t a r - ST^tttt^ v h ( 2 
50&-V^L400g, H*S LC ) h^>U^^~ 
( 3 Omg/k g ) <r,mtimk^zX >om 

(5 00/*, SN-480-5, yt/IM) £ff 

-yfz„ JftEoiiSJi, JfliJiffl h5>xfi-f- (RM 
P-6004, 0*3te«) *^-LT«llllWtm\ ?KU 



I C 6 o« (nM) 



6. 2 



4. 4 



2. 5 



2 6. 0 



4. 2 



3. 0 



8. 4 



8. 4 



3. 2 



2 1. 0 



?77±izMmLtz. mmmk 1 s^iiibgiau it 

ffi^'^t^. -tenh-y (300/ig/kg) * 2 
HtfWlSJj-U 20aiO#J±*^rj>-hn-^t L 
fc. SM*40Htt*j»5-U 15^ 3 0 

4h 6 0*at*3(t^-fenh-y#J±i*SlJSL. 

mm ioo^g/k ggw<7)»j$t^ ufc. 

[00 16] 
C*2] 



(8) 



1 0-77 27 1 





wmftm {%) 


A 


7 7.3 


B 


9 3.7 


C 


8 2.1 


D 


62. 9 


E 


5 6.7 


F 


8 5.4 


G 


9 7.2 


H 


8 7.4 


I 


8 0.2 


J 


7 2.7 


K 


16.5 


L 


35. 8* 1J 



(1 > 3 00/ig/k gftW<**J*^it. 



[0017] [* >mmmmmwm±T)Uz& 
nhvmftmnmm -mtizLtzw i s t a r - st 

mS6tt9'y h (80-1 50 g, 0*SLC) 
A'/pf ^-/l-t- h U ( 3 0 m g/k g ) COUSIN 

1 ^rfilk appa— carrageen i n 
<3mg/kg) SfeWMBKiOS^-Ufc. kapp 
a-carrageeni n&^2~3 B^f&^4>7fcffir 



<n$t%<rm&*Wtytz.. Silio. 5%f7^>hi 

tSSSj L ^ kappa — carrageen in 1 
^flSrat3BPS4-tJt. Veh i c 1 etSt-§-S(d^4 
5 0%W$IJfflfi (ID 60 )I1 p r ob i tffitlOff 
SUi (*3) . 

[0018] 

[S3] 



(9) 
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its® 



G 



H 



I 



J 



L 



[0019] — f&rt ( i ) tTK^fis 3 - tru s/VkT s 

fWWf^ffliOiORfc tJ V , te&b ( L) ( #M^F 7-2 
4 2 6 2 9#&«fciE«Oft^Bi> ct 0 tSiiTJ&WKf 

fFfiirt £ O^il^T* £ £ #x. ^ixT v^f]"y'r- >m 
JSJBffliWEf^WLt, HRsS ( 1 ) TSSn 

K.t o-nte* (l) i>te&&iz%tj]&mmm*7fi 

U *ffiS^^^tTll,WKil^7 ; Vl'^ffMt-|>. -b 
a b 2^*SK^ii*ffiffi»^ WS'J-r-S i t *«« 

f&sfu *m\fci$m ( i ) tJiv-€-<o*fc, Mmm 

:oo2o] i^±^mais«^**^tw^^j; ^ 
— «j£ ( i ) T'^Sii-g. 3-tu sm-t s y-ft:^ 

^uv-y^mzm-tmrnm^L. sateens 

fed) tsai^m. h 

*tr, ^ml s^ose, 'C>«a3Kr4r<?5*jiitt 

'Mfeft, UBS*. ?*J*FaiJl!i^JMr*»^Kfo 
USSlFt^ffiffi. ^WS«jMWKt£5iffi (PTC 

a ) ^^e^stSM^Aft?§»sffi ( ptcr ) a«B 

[002 1 ] fc&m ( l ) fcJ:tf<etf>»i-€-*iiflc, £> 

aofcfi^u a*, we, iww, ^r-t/^i xru- 



I D 60 ffi(«g/kg, p.o.) 



2.0 0 



1.16 



1.7 0 



0. 7 2 



5 1.6 



MWlBll^iL2 0 0mg, 
»&TlilBfiO. 5^L5 0mgt\ ^ft&l&V* 

L 3 0 teiHrr s i t a*# a l i * . 

[00 22 ] 1 N-fr^g;l— N- { 2- [4 

- (A-y)V^-U^>V'-i)V) - 1 -b 0 ^.?^— )\/\ X 

fTt^j -3-rsyb°u^> 

7j<*-ft;^- b U ^ A ( 9 6 . Omg, 2. 40 5'J^/W 
SrDMF (2. 0ml ) fcJgjgU 0°C~CN 
-3-TS7byy> (244. Smg. 2. OOS'J 

c7)DMF^?I ( 4 . 0ml) SriSTLTjDX., M 
fST 2 B^Paimtf Lfc o 3 ^iti- b U ^ A ( 6 0 . 7m 
g , 0 . 4 0 5 U )5rDMF (1.0ml) MlSiS 
U 1 - ( 2-?ucrx-^/k) -4- (4-7;l^-n< 
i^Af/lO b^^^y^ODMF^ (5. Om 1 ) £Ja 

54HBHW*Lfctt, 75yeyy>IIJte, 

6 oicTMisiBiatfFLfcSL fiSfniS-fbry^-^A*^ 

A:^^y-;l- 20 : 1) C-CiltSittio 
T , aSTfeiftttO^Mfc^** 258. 2mg (36. 

2%) 

IR(neat) : 2812, 1 676, 1 638, 1 
5 1 0, 1484, 1 432, 1 360, 1 280, 1 
224, 1152. 1010, 846, 758, 71 
2, 606, 580cm 1 . 

NMR(CDC1 3 ) J:2. 3 8—2. 62 (6H, 
m), 3. 25 — 3. 79 (4H, m) , 3. 95(2 
H, t, J = 6. 4Hz), 7. 07 (2H, t, J = 
8. 6 Hz > , 7. 27 — 7. 64 (4H, m), 8. 
3 6—8. 54 ( 3H, m) . 

[0023]#fM2 N-^;P5/W-N- { 2- [4 

- (4 -7;kta<>'Af ;!-) - 1 -bX'J ;H x 
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A&Hki~h})??J* (193. 3rag, 4. 835^ 
AO JDMF (2. 0ml ) fc^KSU WN-^/^ 
5;l/-3-7S/-6-^b^yt°iJy> (633. 8 
mg, 4. 1 7 5 1J^£/W ^DMFJSffi ( 3 . 0ml) 

(124. 9rng, 0. 83SU^) *DMF (1. 
OmDCiiU 1- (2-^nnxf;l/) -4- 

bXiJy>60DMFgi 

(4. Oml ) fciuifc. 5#KH»FLfc8L 7?yfc° 

Sr 1 ■ 015g (63. 1%) 

: 1 0 2— 1 0 7°C 
IR(KBr) : 1 666, 1 59 6, 1 502, 14 

02, 1 3 52, 1 292, 1 244, 1 224, 1 1 
68, 1 148, 1 0 50, 976, 836, 828c 
m 1 . 

NMR (CDC1 3 ) d : 1. 63 — 1. 92 (4H, 
m), 2. 0 0 — 2. 2 7 ( 2H, m) , 2. 51 (2 
H, t, J = 6 . 4Hz), 2. 87 — 3. 17(3 
H, m), 3. 84(2H, t, J = 6 . 4Hz), 

3. 95(3H, s), 6. 78 (1H, d, J = 8. 
8Hz), 7. 1 2 ( 2H, t, J = 8. GHz) , 
7. 53(1H, dd, J = 8. 8, 2. GHz), 

7. 95(2H, dd, J = 8. 8, 5. 5Hz), 

8. 0 4 ( 1 H, d, J = 2. 4Hz), 8. 22 (1 
H , s ) . 

[0024]#fM3 N-zfr/t- g;l -N- {2- [4 

±]V] -3-75y-2-^PPe'Jy> 
N-*;PS;P-3-75y-2-?nnh°iJy> ( 3 9 
5. 2mg, 2. 5 2 5 , J ; E;H SDMSO (5. 0m 

1 ) fc*»U »**^)7KBt-fb*U^A (4 16. 5m 

g, 6. 3isy^) frtoitz* m&T2mmMt¥L 

fztk, B*7ik#V*?J* (84. Omg, 0. 5 1 S 'J^ 
)V) . 1- (2-^npxf;l/) -4- (4-y/k^n 
VM ij y yfelS (877. lmg, 3. 

2 5SU^) tSctVDMSO (2. 0 m 1 ) ^Mt 

tz« m&T2mmmnLtzm. 6o c ct2MffL 
y^^^msthfz. ««SE*e*UTfii?>futBiaE* 

Bf«x?7W=jfflPPU *6*«B!v^* 
*y;W?A^qvh/57 * — (?noWA : y^ 



4 0:1) KTMtiifctioT, Hfiifi 
t^ft^78 9. 5mg (8 0. 4%)»Jfc. 
IR(neat) : 2 944, 1 678, 1 596, 1 
504, 1 480, 1 4 50, 1 4 1 0, 1 32 0, 1 
278, 1 264, 1 228, 1 206, 1 1 5 6, 9 
78, 750, 6 04 cm- 1. 

NMR(CDC1 3 ) & \ 1. 73 — 2. 27 (6H, 
m), 2. 52(2H, t, J = 5. 9Hz), 2. 6 
3 — 3. 29 (6H, m), 3. 90(2H, t, J = 
5. 9Hz), 6. 89 — 7. 42 (4H, m ) , 7. 
67 — 8. 01 (3H, m), 8. 09 (1H, d, J 
= 8. 5Hz) , 8. 3 8 —8. 4 4 (1H, m) . 
[0 0 2 5 ] ###!|4 N-tJv^S/I—N- { 2- [4 

- (A-y)V^u^yv^ iv) - 1 -tr^u jt—ju] x 

-3-75y-6-^PPb°'Jy> 
N-WS;i/-3-7Sy-6-?nnt°'jyy (38 

8. 3mg, 2. 48S^;l/) feil^l- (2-?U 
nxf/K -4- (4 -7;^nA;yy^;p) tWJS^ 
>1§Btt§ ( 8 0 4 . 3mg, 2. 9 8 $ l^ErtO 

^®Mft^77 2. 4mg(79. 9%)»fc 0 
IR(neat) : 3 384, 2 948, 2820, 1 
676, 1 596, 1 462, 1 4 1 0, 1 37 2, 1 
302, 1 264, 1 232, 1 204, 1 1 5 6, 1 
1 0 6, 9 78, 7 54cm" 1 . 
NMR(CDC1 3 ) a : 1. 76—1. 98 (4H, 
m) , 2. 07 — 2. 33 (2H, m) , 2. 4 7 — 
2. 72 (2H, m), 2. 81—3. 32 (4H, 
m), 4. 45(1H, b r - s ) , 6. 87 (2H, 
dd, J = 8. 6, 2. 9Hz), 7. 04 — 7. 23 
(4H, m), 7. 78 ( 1H, d, J = 2. 6H 
z) , 7. 96 (2H, dd, J=8. 6, 5. 5H 
z) . 

[0 0 2 6 ] 5 N-7ivP5;P-N- [2- (4 

-<yy^;i— 1 -b°^y s/^;p) x^;p] -3-75 

N-*/^^-3-757h°yy>(l. 34g, 1 
1.05 U^/k) SrDMSO (8. Oml) ^M?U 

(797mg, 12. UUt 
)V) ZMz.. m^TimmmWLfz, l-(2-?nn 
x^AO - 4 -^yyM/^t^U S^JBBHS (2.88 
g , 10. OSU ^ ) 5*DMSO (15. Oml)t 
**U »5f5RC07K»fl^rU^A (797mg, 12. 

isu^) £2ni£. asftT5 04MaB»PUfca. rs 



(11) 



40:1) KTMtiifcfcloT, mt&XffiikL 
Xmmt^^ 3 . 022g (92. 7%)*t 0 
E«S : 8 9 . 5 — 9 1°C 

IR (KBr) : 2944, 2820, 1672, 15 
76, 14 50, 1 380, 1 32 2, 1 278, 1 2 

1 0, 1 1 50, 1 1 20, 9 76cm-i. 

NMR (CDC 1 3 ) & : 1. 40 — 1. 96 (4H, 
m), 1. 96 — 2. 33 (2H, m> , 2. 55(2 
H, t, J = 6. 4Hz), 2. 7 0 — 3. 06(2 
H, m) , 3. 0 6 — 3. 40 (1H, m),3. 94 
(2H, t, J = 6. 4Hz), 7. 20 — 7. 75 
( 6H, m) , 7 . 7 5 — 8 . 0 0 ( 2 H, m) , 8. 
36 ( 1 H, s) , 8. 40—8. 63 ( 2H, m) . 
[0027]#fM6 N-;fr/l^A— N- { 3- [4 

- (4-7;l/tP7x^) -l-b^^s^/l-] To 
bvw -3-Tsyb°yyy 

N-*/l/S;l/-3-75/t!J :» ( 3 0 6. 7mg, 

2 . 5 1 5 U t)V ) ^DMSO (2. 0ml) £ jgflf 
L, Ktt^;J<l«'JW(183. 3mg, 2. 7 
8S>J^) £Jn;c. SSBT2i©BHB fi PUfco 1- (3 
-^nnrnW ) -4- ( 4-7/Wn7x-/H b° 
^7y>«S(84 9. Omg, 2. 90S>J^/l/) 
§rDMSO (4. 0ml) fcS»U »*R^*H^fb» 

(421. 4m g, 6. 3 8 5 V^JV) &Mz_, 

2^n?f/77^ (^nn*;^ : X9J^}V 2 
0:1) ttiltS^tti^t, afe7^7rx 
«fe v *tLT«S-ft^ft^3 2 5. 8mg(37. 9 

%) %tz. 

IR(KBr) : 1 674, 1586, 1486, 14 
42, 1404, 1 3 58, 1 292, 1 266, 1 2 
24, 1 204, 1 1 68, 1 146, 1 090, 97 

6. 846, 822, 7 14cm" 1 . 

NMR (CDC 1 3 ) 8 : 1. 72 — 1. 82 (4H, 
m), 2. 00 — 2. 28(2H,m), 2. 54(2 
H, t, J = 6. 4Hz), 2. 84 — 3. 14(3 
H, m), 3. 93 (2H, t, J = 6 . 4Hz) , 

7. 42 (2H, d, J = 8. 4Hz), 7. 64 (1 
H, d, J = 8. 6Hz), 7. 85(2H, d, J = 

8. 6Hz), 8. 35 (1H, s),8. 3 5 — 8. 
5 3 ( 2 H , m ) . 

[0 0 28] ##«7 N-^/P^-N- { 2- [4 

- (4-^pp^/>f;l/) -1-e^'Jy^] 
;H - 3-7$yt°'Jy> 

N-^;^/H3-7^/t c Uy>(3 07. 6mg, 
2. 525^/1/) ^DMSO (2. OmDCIB 
U »*«C0*S^U^A (201. 3mg, 3. 0 



5£U*:/W 1tMz_. aaT3«flBB»FLfc. 1- (2 
-^nnxf/H -4- (4-^nn^yyM/^) b Cy K 
U S/yiSBMS ( 9 7 5 . 6mg, 3. 025>J^) J 
DM SO ( 6. 0ml) fcifflBU »3^<a#R{^ U 
(2 0 2. 5mg, 3. 0 7 S $rSU^. 8 

fan. 5«H8^Lfc«. rsytus;y»»*inii 

t LT*ttffc;£** 6 0 4 . 7mg(64. 5%)f# 
SI* : 1 5 6—1 58°C 

IR(KBr) : 1 674, 1 586, 1486, 14 
42, 14 04, 1 3 58, 1 2 92, 1 2 66, 1 2 
24, 1 2 04, 1 1 68, 1 1 46, 1 0 90, 97 

6. 846, 822, 7 14cm- 1 . 
NMR(CDC1 3 ) & : 1. 72—1. 82 (4H, 
m), 2. 00 — 2. 2 8 (2H, m) , 2. 54(2 
H, t, J = 6. 4Hz) , 2. 84 — 3. 14 (3 
H, m), 3. 93(2H, t, J = 6. 4Hz), 

7. 42 (2H, d, J = 8. 4Hz), 7. 64 (1 

H, d, J=8. 6Hz), 7. 85 (2H, d, J = 

8. 6Hz), 8. 35 ( 1 H, s), 8. 35 — 8. 
5 3 ( 2H, m) . 

[0 0 2 9 ] ##$|8 N-tR/1 N- {3 - [4 

- (4-7;^p<y/>f;i/) - l -b°^y T 
pbvw -3-rsyb°y^> 
N-*;^s;P—3-r syty >?y ( 1 . 34g, l 

I. OSU^) £±1*1- (3-?nn7nh» - 
4- (4-7/^p<yy-<;i/) txijyygiS 

(3. 2 1g, 10. OSL^AO *ffl^T##«5i: 

ft^fttl. 682g (46%)f^, 
fflUS : 7 7— 7 8°C 

IR(KBr) : 2940, 1668, 1598, 14 
72, 14 20, 1 348, 1 2 96, 1 2 70, 1 2 
44, 1214, 1168, 1088, 974cm" 1 . 
NMR (CDC 1 3 ) a : 1. 46 — 2. 23 (8H, 
m), 2. 37(2H, t, J = 7 . 0Hz), 2. 7 
0 — 3. 40(3H,m),3. 90(2H, t,J = 

7. 0Hz),7. 12 (2H, dd, each J = 

8. 6Hz), 7. 31—7. 80 (2H, m), 7. 
95(2H, dd, J =8. 6, 5. 5Hz), 8. 4 
0(1H, s), 8. 43 — 8. 7 0 ( 2H, m) . 
[00 30] ###09 N-^5;l^-N- { 2- [4 

- (A-y)V^-u^yy^ )V) -i-wjy^]x 
jypj -3-rsyb°y^> 

N-*;l/$^-3-7S/t:yyy (224. Omg, 
2. OOS'JW) ^DMSO (2. 0ml) fcjfflB 
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U fflttftcO&Mfcft 'JW (145. Omg, 85 

%, 2. 2osy^) *mt, m^imwm l 

fc* l- -4- 

yyM/l^) t°^'Jy>gSS (67 5. 4mg, 2. 2 

o 5 y ^ ) ^dmso izmm l . ^tto**fb& y 

(159. Omg, 8 5%, 2. 4 J 

£6 0 5. 3m g (85. 3%) f#£ 0 
BUS : 1 3 2. 5 — 1 3 5. 5°C 
IR(KBr) : 3040, 2940, 1 674, 1 5 
96, 1444, 1 3 56, 1 29 2, 1 202, 1 1 
4 6, 974 cm" 1 . 

NMR (CDC1 3 ) a : 1. 40 — 1. 93 (4H, 
m), 1. 9 5 — 2.40(2H,m), 2. 57(2 
H, t, J = 6. GHz) , 2. 8 8 — 3. 49(3 
H, m) , 3. 97(2H, t, J = 6 . 6Hz), 
6. 92 — 7. 37 (4H, m) , 7. 94 (2H, d 
d, J =8. 6, 5. 5Hz), 8. 47 — 8. 77 
( 3H, m) . 

[00 3 1 ] ##M 1 0 N- {2 - [4- (4 7 /I 

tP^yy^/P) - l -h'^>"-;i 1 xf-;H -3- 

N-^/l/i/l/ - N {2 [4- 

-f/k) - l-fc'^S'— AO xf*;W -3-T5yb°y 

y>(258. Omg, 0. 7 2 5 »J ^£A) * 0°CT5 

%*»^^y-^»a ( 3 . om 1 ) u ssrc 

l 4 B*IBH»FUSfiL laft^K/K*^ b y ^A*jSM* 
Jp;c. ?nn7M/A-**ywP®&*» (4 : 1 ) t 

fi^Ui!ft^2 3 7. lmg (99. 7%) 

IR(KBr) : 3348, 2944, 2820, 1 6 
28, 1590, 151 0, 1480, 1460, 14 
3 4, 1304, 1264, 1226, 1154, 11 
36, 1 0 1 2, 846, 796, 7 5 6, 708, 5 
7 8cm" 1 . 

NMR (CDC1 3 ) 8:2. 45 — 2. 55 (4H, 
m), 2. 68(2H, t, J = 5. 9Hz), 3. 1 
7 — 3. 21 (2H, m), 3. 63 — 3. 75(4 
H, m) , 4 . 2 3 —4 . 28 (1H, br-s) , 
6. 81—7. 21 (4H, m), 7. 42(2H, d 
d, J=8. 6, 5. 5Hz), 7. 94 — 8. 07 



( 2H, m) . 

[0 0 3 2 ] 1 1 N- { 2- [4- (4-7)V 

jp<>7jW - xjvij - 3- 

n-*;ps;p—n- {2- [4- (4-y;l^n^>V 
A) - l -t°^yy-;H x^A} -3-757-6 
-^h^r^b°y>>> ( 9 56. 3mg, 2. 4 8 5 U ^ 
/M %0°CT5%t&m*?J— )VmWL ( l 0 . 0ml) 

tzmm l . 0 1 i^iaBifF ^re 3 a isntff 

?no^A-^^y-;H^M (4:1) tzTftftfJ 
Ufco #^^*««^Mft^t^Ny^^7K^. 
fcT*»Ctife»L. **5fi^by^AT«L^, jffiS 

^7 (?no*;l/A : *9J~JV 2 0: 1 ) tCT 

779. 7mg (88. 0%) 
Rbft: 84-8 7*C 

IR(KBr) : 2948, 1 6 72, 1 5 96, 1 5 
00, 14 74, 1446, 14 36, 1 3 06, 1 2 
68, 1 2 30, 1 2 04, 1 1 54, 1 1 34, 1 0 
30, 988, 978, 850, 81 6cm" 1 . 
NMR(CDC1 3 ) : 1. 76 — 2. 23 (6H, 
m), 2. 64(2H, t, J = 5. 5Hz), 2. 9 
2 — 3. 2 2 (6H, m), 3. 86(3H, s ) , 
6. 61 (1H, d, J = 8. 8Hz), 7. 01 (2 
H, dd, eachJ = 8. 6, 2. 9Hz), 7. 1 
8(1H, d, J = 8. 8Hz), 7. 58 (1H, 
d, J = 2 . GHz), 7. 96 (2H, dd, J = 
8. 6, 5. 5Hz) . 

[0 0 3 3 ] 1 2 N- {2 - [4~ (4~7A 

^-p^yy^/i.) -i-bxyy^] xiHio - 3- 

7$y-2-7nPb°'Jy> 

N-*ASA-N- {2- [4- 

-OP) - 1 -b°^y^-;U] x^;P} -3-7S7-2 

-^nnh°'Jy>(761. lmg, 1. 9 5S'J^ 

SfeiM^$Ilt^J7 0 5. 6mg (100 

%) 

I R (neat) : 1 676, 1596, 1476, 1 
448, 1408, 1 390, 1 3 18, 1 264, 1 
232, 1 202, 1 1 56, 1 1 32, 1 1 04, 1 
054, 9 78, 85 2, 788, 754, 606cm 
-l _ 

NMR(CDC1 3 ) a : 1. 75 — 2. 01 (4H, 
m), 2. 09 — 2. 36(2H,m), 2. 70(2 
H, dd, J = 6. 2, 5. 7Hz) , 2. 92 — 3. 
28 ( 5H, m) , 5. 10 ( 1 H, br-s), 6. 
85 (1H, dd, J = 7. 9, 1. 1Hz), 7. 0 
1 — 7. 22 (3H, m), 7. 69(1H, dd, J 
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= 4. 4, 1. 3Hz) , 7. 96 (2H, dd, J = 
8. 8, 5. 5Hz) . 

[0034] ##M 1 3 N- {2 - [4 - ( 4 - 
^-a^WW^) -l-b^yy~;l4 -3- 

r;/-6-^pnb a yy> 
N-TtvPS/l—N- {2 - [4- ( 4 - yj^u^yy 
A)V) - 1 -b°^U^;P] x^;W — 3— — 6 
-?PPb a >Jy> (669. 4mg, 1. 7 2 5 1 ) 

x, im&mikt Lxmmit&mit64 8. 2m S (g 

IR(KBr) : 3384, 2948, 1 674, 1 5 
96, 1508, 1460, 1408, 1370, 1 3 
02, 1 262, 1 230, 1 204, 1 1 56, 1 1 

06, 978, 852, 824, 752cm 1 . 
NMR (CDC1 3 ) d : 1. 77 — 1. 94 (4H, 
m), 2. 06 — 2. 32 (2H, m), 2. 65 (2 
H, dd, J = 6. 2, 5. 3Hz), 2. 91 — 3. 
32 (5H, m) , 4. 45 (1H, m) , 6. 85 
(2H, dd, J=8. 6, 2. 6Hz), 7. 04 — 

7. 14(3H, m), 7. 78(1H, d, J = 2. 
6Hz), 7. 97(2H, dd, J = 8. 6, 5. 5 
Hz ) . 

[00 3 5] ##M 1 4 N- [2 - (4-^yy^/l- 
- 1 -e^yy-;P) xf;l/] -3-T syb o u^> 
N-tf/PS/P-N- [2- (4-^^/>f;P- 1 -h 0 ^ 
US/-/U) -3-7Sye'Jy> (3. 0 0 

g, 8. 90S'J^) 5r7K ( 1 0m 1 ) fcjRIU jft 

i»(i5. omi) ^jDi.fc, lNfiaaawiSELfc 

t^S^ft^2. 0 2 g ( 9 5%) 
IR(neat) : 3268, 29 28, 1 676, 1 
592, 1 294, 1 202, 1 0 96, 972c 
m 1 . 

NMR (CDCI3) a : I. 52 — 2. 40 (6H, 
m), 2. 66 (2H, t, J = 5. 9Hz), 2. 8 
0 — 3. 50(5H, m),4.40(lH, br- 
s), 6. 7 0 — 7. 16(2H,m), 7. 16 — 
7. 70 (4H, m) , 7. 70 — 8. 16 (3H, 
m) . 

[00 36] ##M 1 5 N- {3 - [4- (4-7/1- 
^- vi y x. — ;l ) -l-h°^>?— TRgZkl -3- 
T5yb°U^> 

N-7^;kS;I^-N- {3- [4- (4-7WP7x^ 

;p) - 1 -b^y-/H rnbvw - 3 -rsy by 

y>(3 17. 8mg, 0. 935 »J^/k) £ffl^T# 



aw) 

IR(KBr) : 32 56, 2944, 2876, 28 
20, 1 5 90, 1 5 1 0, 14 76, 1448, 1 3 

1 6, 1290, 1238, 1140, 1004, 92 
0, 828, 8 14, 794, 7 0 6 cirri. 
NMR(CDC1 3 ) $ : 1. 77 (2H, quin 
t. , J = 6 . 4Hz) , 2. 49 — 2. 68 (6H, 
m) , 3. 10 — 3. 20(6H,m),6.8 8 — 

7. 04 (6H, m) , 7. 90 — 8. 03 (2H, 
m) . 

[0 0 3 7 ] 1 6 N- {2- [4- (4-?P 

p^yy'-f/k) -i-b^y^~;p] xjyp] -3-r 

N-*;l/S;l^-N- { 2- [4- (4-^nn\yyM 
/to - 1 -b^y^-/p] x^/to -3-rsytru ^ 

> ( 585. 6mg, 1. 5 8 S y^;P) 2rffl^T## 

mi 1 kmm&mft*^\ s^tsisA (»b?x^ 

TSIM»5 04. 2mg(9 2. 8%)»fc 0 
fflUS : 1 1 2 — 1 1 4°C 

IR(KBr) : 32 72, 2920, 1678, 15 
90, 1482, 14 22, 14 02, 1 3 20, 1 2 
98, 1 280, 1 2 66, 1 2 56, 1 2 02, 1 0 
84, 974, 794, 706cm" 1 . 
NMR(CDC1 3 ) a : 1. 72—1. 98 (4H, 
m), 2. 07 — 2. 33(2H,m), 2. 66(2 
H, t, J = 5. 9Hz), 2. 9 3 — 3. 30(5 
H, m), 4. 38 ( 1 H, b r- s ) , 6. 87(1 
H, d, J =8. 4Hz), 7. 08 (1H, dd, J 
= 8. 4, 4. 4Hz), 7. 45 (2H, d, J = 

8. 6Hz), 7. 88 (2H ; d , J = 8. 6H 
z ) , 7 . 9 3 — 8. 0 6 ( 2H, m) . 

[00 38] 1 7 N- {3 - [4- (4 -7^ 

^-pKyy'W/i-) -1 7Pb°;W -3 

N-Tfvt-5/t—N- {3- [4- (4-7/^n^yy 

>f;p) -l-b^ys^— jvi rub/to -3-rsyb 
y^>(l. 5 0g, 4. 1 0 5 U^P) *3J:tf«!BR 
(10. 0 m 1 ) vc##0J 1 4 t HW^flMf ttf 

^ttiot, as»fei&*i: Lxmm^m^ 1 . 2 

2 0 g ( 8 7%) Wz« 
fflUS : 8 8 — 9 0*C 

IR(KBr) : 3240, 2940, 1676, 15 

98, 1 582, 1 5 04, 1482, 1 3 06, 1 2 

64, 1238, 1206, 1134, 976, 852 
cm -1 . 

NMR (CDC 1 3 ) & : 1. 50 — 2. 30 (9H, 

m), 2. 52(2H, t, J = 6 . 4Hz) , 2. 8 

5 — 3. 43 (5H, m) , 6. 73 — 7. 28 (3 



(14) 



10-77271 



H, m) , 7. 14 (2H, d d , each J = 8 . 
6Hz) , 7. 80 — 8. 08 (3H, m) . 
[00 39] ##M 1 8 N- {2 - [4 - ( 4 - 7/1/ 
^p^^/OW - l -b^y -3- 

N-tf/PS/l—N- {2 - [4- (4-7Wn^yy 
-Ol/) -1-tr^yy-jp] x?-;W -3-T$yh°y 
^>(3. OOg, 8. 9 0 5 y^£;P) isitfiRBK 

(15. 0 m 1 ) £JHl VC##M 1 4 t Ht^OSW^&ff 

ft* 2. 62g(95. 2%) »fc 0 
lb£: 7 3-7 5. 5°C 

IR(KBr) : 2948, 1 680, 1 596, 1 5 
04, 14 1 0, 1 320, 1 298, 1 232, 1 1 
56, 1132, 976cm 1 . 
NMR (CDC1 3 ) d : 1. 65 — 2. 33 ( 6H, 
m), 2. 66 (2H, t, J = 6. 2Hz), 2. 7 
9 — 3. 40 (5H, m), 4. 10 — 4. 53(1 
H, m), 6. 7 0 — 7. 26 (4H, m), 7. 76 

- 8. 1 3 (4H, m) . 

[0040] 1 9 4--bn-N- { 2- [4 

- (4-7;^p<yyM;P) - 1 -b^JJ S^zkJ ^ 
g^M -N- ( 3~by >VW <yX7S K 

N- {2 - [4- (4-7/^n^/>f^) - 1 -b 

^USx— 3^f*)V) -3-T5yb°U >>> ( 1 . 2 8 
g, 4 . 14 5 U^;P) Jy^nn^^y ( 5 . 0 m 
1 ) fciSWU 0°CT"by S>> ( 0 . 4 0ml, 4 . 9 
. 4-— Nu^RMS^nU K (94 5. 
Omg, 4. 9 9 5 U^E/t") <D\mzMZ-tz 0 0*C— Sift 

ot, fife»*fc 1 . 6 1 g ( 8 4 . 

7%) »fc c 

HWS : 1 6 3— 1 6 4°C 

IR(KBr) : 293 5, 1 67 7, 1 644, 1 5 
99, 1 5 18, 1 344, 1 299, 1 278, 1 2 
24, 1134, 849cm 1 . 
NMR (CDC 1 3 ) d : 1 . 4 1—2. 3 6 ( 6H, 
m), 2. 62 (2H, t, J = 6. 0Hz), 2. 7 
6 — 3. 41 (3H, m), 4. 08(2H, t, J = 
6. 0Hz), 7. 21 (2H, t, J = 9. OH 
z ) , 6. 6 7 — 7. 70 (4H, m) , 7. 70 — 
8. 17 (4H, m) , 8. 17 — 8. 53 (2H, 
m) . 

[004 1] ##M2 0 4-T57-N- { 2- [4 

- (4-7/i/tPOvM;i/) -i-b^y^;k] ji 

-N- ( 3 -by i/)V) <yxrs K 



4-^bu-N- {2 - [4 - (4-7/ktu^yyM 
fV) - 1 -b°^y^-;l^] xf;H — N — ( 3-by i? 
)V) <yX7S K (8. 26g, 17. 405 U^;W 

Sr^y— ( 1 0 Om 1 ) tcSMf WSli (5 0m 

1 ) fcit^XX (6. 21 51. 795 y^r/P) * 

7tQ%TTMitfz» m&TimrsmnLfztk, rime** 
1 0 %*imk^- b y ^*^Rrr/t^ y 

T*«fl:^ftr£6. lis (79. 0%)»fc. 
fflUS : 1 7 7 — 1 7 8*C 

IR(KBr) : 34 50, 2950, 1680, 16 
32, 1 6 02, 14 79, 1 3 74, 1 2 24, 1 1 
5 5, 83 7 cm" 1 . 

NMR (CDC 1 3 ) d : 1. 3 8 — 2. 34 (6H, 
m), 2. 64(2H, t, J = 6. 0Hz), 2. 8 

2 — 3. 39 (3H, m), 3. 78(2H, b r- 
s), 4. 07(2H, t, J = 6. 0Hz), 6. 4 
0(2H, d, J = 9. 0Hz), 6. 92 — 7. 60 

(6H, m) , 7. 97 (2H, dd, J = 9. 0, 

6. 0Hz ) , 8. 2 4 — 8. 4 4 (2H, m) . 

[0042] mmm 1 4-xfp-N- {2- la- 

(4-7;i^n\yy^;i/) - 1 -b^>>'~;P] x-f- 

-N- ( 3 -b'J if 
N- {2- [4- (4-7Wn<yy'j;H -l-b 
^7^-/1/] -3-rsyb°yyy (226. 

3mg, 0. 69S'J^;l/)^y7nn^?y (3. 0 
ml ) IZMML. 0°CtCTb°y^> (6 7ju 1 , 0. 8 
3SU^/W . 4--hn£|fl?ny^ (156. 
8mg, 0. 83S>J^;I/) „ 4-DMAP (ftfcjffifi) 

l . faftj^ffi*^^ h y ^ A*»a*ip . 

A : 2 0:1) trCffKU S^feT^A- 

7r^4m*fcLT«H-ffc;^!H9t3 2 6. 3mg(9 
9. 0%) »fc 0 

IR(KBr) : 1 6 36, 1 6 02, 1 5 22, 14 
30, 1 348, 1 3 08, 1 2 22, 1 1 40, 1 0 
08, 844,7 58, 7 1 2cm 1 . 
NMR(CDC1 3 ) a : 2. 42 — 2. 53 (4H, 
m), 2. 63(2H, t, J = 6 . 2Hz), 3. 5 
2 (4H, br-s) , 4. 10 (2H, t, J = 6. 
2Hz), 7. 03 (2H, d, J = 8. GHz) , 

7. 15 — 7. 48 (6H, m) , 8. 06 (2H, 
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d, J=8. 6Hz) , 8. 34 — 8. 45 (2H, 
m) . 

[0 04 3 3 HJ6M2 {2- [4~ 

jk) - 1 -b 0 ^y^-;b] x-f- 
;b} — n — (3-b°y^yp) ^y-tfy^/^yrs h 
N- {2 - [4- (4-^;^n^yvM;P) - 1 -b° 

^-/b] xf /b} -3-T5yb°U y>(488. 
5mg , 1 . 4 9 5 U^EJb) 2r^"^nn^^y (8.0 
m 1 ) CI»t, 0°CtTb°U^> ( 0 . 14ml, 
1. 7 3Sy^;I/) , 4--ho^>X/^yl^ 
O U b (449. 2 m g, 1 . 825 U^/b) . 4 -D 

map ^HtJnifc. HiftTi. SRSHHBfF 

IMfc£**3 94. 3mg(51. 6%>»fc 0 
It* : 1 6 8-1 72°C (4MB) 

IR(KBr) : 1 680, 1598, 1528, 1 3 
58, 1 306, 1 242, 1 1 78, 1 1 66,85 
6, 7 52, 6 1 4, 602cm 1 . 
NMR (CDC1 3 ) d : 1. 61 — 1. 90 (4H, 
m) , 2. 0 0 — 2. 27 (2H, m> , 2. 51 (2 
H, t, J = 6. 6Hz) , 2. 7 7 — 2. 90(2 
H, m) , 3. 0 5 — 3. 15 (1H, m),3. 76 
(2H, t, J = 6. 6Hz), 7. 02 — 7. 60 
( 5H, m) , 7 . 7 8 — 8 . 0 1 (4 H, m) , 8. 
2 8 — 8. 38 (2H, m) , 8. 58 (1H, b r- 
d, J=4. 6Hz) . 

[0 044] HflSM3 4-^fP-N- {2- [4~ 

(4-^/^o^yyw^) -i-b Q ^u>>'x/b] xf 
;b) — n — ( 6 -j* b^t>— 3-b°y^Vb) ^yxrs 
Ji 

N- {2 - [4- (4-7/1/^^^) - 1 -b° 
^JJ^—Zb] x-f/b} -N-3-757-6-^ b^ 
b°Ui» (7 57. 5mg, 2. 125 U^E/b) s 4- 
-hoS&fB^O'J b (44 1 . Omg, 2. 3 35 
U^/b) . b°U^> ( 0. 2 1ml, 2 . 6 0 5 U ^ 

;b) fciW-DMAP (MUSS) ^ffl^T^JfiMlt 

natoafi^fi^. s^ses (x~^/b) trews* 

006 g (9 3. 7%) »fc 0 
HUS : 1 5 6— 1 6 1°C (4M#) 
IR(KBr) : 1 678, 1 642, 1 600, 1 5 
IS, 1494, 1440, 1408, 1 396, 1 3 
74, 1 342, 1 3 1 0, 1 280, 1 2 52, 1 2 
22, 1202, 1136, 1114, 974, 87 
0 , 8 5 2cm" 1 . 

NMR (CDCI3) & : 1. 54 — 1. 87 (4H, 



m) , 2. 06 — 2. 34 ( 2H, m) , 2. 59(2 
H, t, J = 6. 2Hz), 2. 9 4 — 3. 10(3 
H, m), 3. 86(3H, s), 4. 01 (2H, 
t, J = 6. 2Hz) , 6. 63 (1H, d, J = 8. 
8Hz) , 7. 04 — 7. 46 (5H, m) , 7. 84 
— 7. 99 (3H, m) , 8. 07 (2H, d, J = 

8. 8Hz ) . 

[0045] mmn4 1 -xbu-N- < 2- va- 

(4-y;b^-pQy-f;b) -l-b°^U^~;b] x-b 
;M — N — ( 2-^ao-3-b°y j/iV) 5 b 

n- {2- [4- (4-7Wo\yyM/i/) - 1 - b° 
^iJy-;Hxf;H -3-7S/-2-^onb°'Jy 
y (7 0 5. 6ms, 1. 955 U^/b) s 4--bn 
SMl^nyF (443. 3mg, 2. 345 LJ^ 
;b) fiiVKUyy ( 0. 19ml, 2. 3 5 5>J^& 

mfiS}*fcUSIft^te8 14. 9mg (8 
1 . 8%) »fc 0 
Sb£ : 1 3 0— 1 3 7°C 

IR(KBr) : 1 680, 1 6 50, 1 6 00, 1 5 
24, 14 1 6, 1 3 68, 1 348, 1 3 08, 1 2 
28, 1208, 1136, 1064, 852, 722 
cm -1 . 

NMR (CDC 1 3 ) a : 1. 70—1. 98 (4H, 
m) , 1. 99 — 2. 26 (2H, m) , 2. 4 8 — 
2. 80 (3H, m) , 2. 99 — 3. 23 (2H, 
m), 3. 36 — 3. 7 2 ( 1 H, m), 4. 45 — 
4. 50 (1H, m) , 7. 04 — 7. 25 (3H, 
m), 7. 47(2H, d, J = 8. 6Hz), 7. 6 
8 ( 1H, dd, J = 7. 7, 1. 5Hz), 7. 95 
(2H, dd, J = 8. 8, 5. 5Hz), 8. 06 
(2H, d, J = 8. 4Hz) , 8. 23 — 8. 28 
( 1 H, m) . 

[0046] mmm 5 4-^bo-N- {2- [4- 

(4-^;b^-p<yyM;b) -l-e^us^— ;b] xf 

;M -N- (6-^PP-3-b°'Jy;P) O X'T 5 b 
N- {2- [4- (4-7/Wn\yy^;l,) -1-tf 
^'Jyx;k] xfvb} - 3 -T5 y- 6 -^nntTU 
X6 32. 8mg, 1. 7 5 5 U^b) . 4-xfo 

nUb(398. lmg, 2. 125 
/b) *3 ±t/b°y >>> ( 0 . 17ml, 2. lOSUt 
;b) 5*ffl^THSft^j3fc|5ia^f#^s-fl5^htcj:^ 
ffe7^77X»*fc Ltllitpl?: 9 0 

9. 7mg 

IR(KBr) : 1 680, 1 6 56, 1 5 98, 1 5 
22, 14 62, 14 1 0, 1 3 96, 1 3 50, 1 3 
08, 1 2 62, 1 2 26, 1 2 04, 1 1 56, 1 1 
38, 1110, 976, 854, 836, 752, 7 
4 0, 604cm" 1 . 

NMR(CDC1 3 ) ^ : 1. 79—1. 88 (4H, 
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m) , 2. 05 — 2. 32 (2H, m> , 2. 59(2 
H, t, J = 5. 9Hz) , 2. 8 9 — 3. 21 (3 
H, m ) , 4 . 0 4 ( 2 H , t, J = 5 . 9 H z ) , 
7. 04 — 7. 57 (7H, m) , 7. 88 — 8. 15 
(4H, m) . 

[00471S1M6 N- { 2- [4- {4-7)V* 
u^yY^fV) 1 b°^U^^] XjvPj -N- 

(3-e»jy;i/) ^^fyrs K 

-3fyl(188. 5mg, 1. 50$y^/k)£H 
MP A ( 1 . 0ml) tCjgjBU 0°CTS^^/^ 

(o. i2mi, i. 5 9 5 y^;w sjuijfco raiai* 

lBMflHfLfcflL N- {2 - [4- (4-y;^o< 
yVA)V) -l-t°^U^-;l^] xfvW -3-757 
t°U>>>(486. Omg, 1. 48S'J^)^)y^ 
OO^^y-HMPA (2:1) ( 3 . 0ml ) J 

ft. i o%*s>ft^hy^A*«fis^siii3t. ?uu* 

n7b/77^ (^nnm : J~i\s 2 0 : 
l ) fcitffiS&fl (y^nn^^y-x-f/W tcT« 

7 6 . 3mg (5 8. 0%) »fc 0 

: 14 9-1 5 2°C 
IR(KBr) : 2948, 1 678, 1 644, 1 5 
94, 1 572, 1480, 1422, 1 374, 1 3 

04, 1 264, 1 224, 1 204, 1 1 68, 1 1 
42, 1130, 1114, 974, 866, 730, 
7 08, 6 04cm- 1 . 

NMR (CDC1 3 ) d : 1 . 76 — 1. 86 (4H, 
m), 2. 0 4 — 2. 1 9 (2H, m) , 2. 62(2 
H, t, J = 6 . 4Hz ) , 2. 89 — 3. 05(3 
H, m), 4. 08(2H, t , J = 6 . 4 Hz ) , 
7. 03 — 7. 28 (5H, m ) , 7. 49 — 7. 65 
(2H, m), 7. 95 (2H, dd, J =8. 6, 

5. 5Hz), 8. 3 5 — 8. 44 (3H, m) . 

[0 048] SQftM7 N — {2- [4 - {4~7)V^ 
u^yy^fV) - 1 -h°^U^~;H xf;^} -N- 

(3-b°y^';P) >fy-3fyrSP 
^fy-nfyl(i86. Omg, 1. SOSU^H 
tsit/N- {2- [4- (4-7Wn^yV>f^) - 
l-t°^y^-;H x^;P> -3-T5yt°'J^> (4 
89. 6mg, 1. 5 0 S IT^E/P) 2rffl^THffiM6 fc 

Ift^4 08. 4mg(63. 0%)»fc o 
Hj^ : 1 5 1 — 1 5 3°C 

IR(KBr) : 2936, 1 674, 1 6 50, 1 5 
96, 1476, 1424, 1404, 1 378, 1 3 
20, 1 300, 1 286, 1 22 2, 1 208, 1 1 



90, 1154, 1144, 1114, 976, 85 
2, 830, 7 1 2, 604cm 1. 
NMR(CDC1 3 ) d : 1. 63—1. 95 (4H, 
m) , 2. 0 3 — 2. 30(2H,m),2.60(2 
H, t, J = 6. 2Hz), 2. 8 9 — 3. 19(3 
H, m) , 4. 06 (2H, t, J = 6. 2 Hz ) , 

7. 0 4 — 7. 43 ( 5H, m) , 7. 50 ( 1H, 
d, J = 8. 4Hz) , 7. 95 (2H, dd, J = 

8. 6, 5. 5Hz) , 8. 40 — 8. 52 (4H, 
m) . 

[0049] H£fe#!l8 N- { 2 - [4- ( 4-^;^ 
p^>VW ;l ) - 1 - h°^y xf;i^ } -4- A 

h^-N- ( 3-b°U>>Vl-) ^yxrs F 
n- {2- [4- (4 -:7/i-tu^yyW;p) - 1 - t? 

^y xf-rt'} -3-75 7t c 'Jy> ( 2 0 0m 

g, 0. 6 15'J^) , l-Xh^is&MMWtPW 

H ( 1 7 0 . 6mg, 1. oos u^p) fcit^tru^ 
y(o. lml, 1. 225U^;P) *fflv^TSatW3 
fcR«^>aff*ff-3cIt(cJ:oT. ITS 
i^»17 8. Omg (63%)f|3t s 
fflUS : 1 2 6 — 1 2 8°C 

IR(KBr) : 2940, 1 680, 1 640, 1 5 
98, 1 5 1 2, 14 32, 1 3 56, 1 2 96, 1 2 
24, 1 1 84, 1 1 1 6, 1 0 1 6, 974cm-i. 
NMR (CDC 1 3 ) a : 1. 50 — 2. 00 (4H, 
m), 2. 00 — 2. 36(2H,m), 2. 64(2 
H, t, J = 6. 4Hz), 2. 8 0 — 3. 33 (3 

H, m), 3. 74 (3H, s ) , 4. 0 5 ( 2 H, 
t, J = 6 . 4Hz) , 6. 68 (2H, d, J = 8. 
8Hz), 7. 12 (2H, dd, eachJ = 8. 6 
Hz), 7. 10 — 7. 33 (5H, m), 7. 40 — 

7. 58(lH,m), 7. 94 (2H, dd, J = 

8. 6, 5. 5Hz) , 8. 26 — 8. 45 (2H, 
m) . 

[00 50]H1«9 N- { 2 - [4- {4-7)V^ 

w^yyjjy) - 1 -h°^y s^;p] ^±)V} -n- 

N — {2- [4- (4-7/^n<y/>f;H - 1 - b° 
^'Jy-;k] xf/H -3-7Syt°'Jy> ( 2 0 0m 
g, 0. 6 1^'J^) , gMl^nUF (0. 12 

mi, 1. oosy^) isit^try^v ( o. iom 

I, 1. 2 2 5 y^E/W S*ffl^THSt^ij3hR#c?)fSf^ 

7. 3mg (60%) 
WDS : 1 5 6 — 1 5 7°C 

IR(KBr) : 2948, 2820, 1678, 16 
44, 1 5 94, 1480, 1446, 1 384, 1 3 
36, 1 3 02, 1 2 64, 1 248, 1 2 04, 1 1 
66, 1140, 972cm" 1 . 
NMR(CDC1 3 ) d : 1. 50—1. 95 (4H, 
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m) , 1. 96 — 2. 33 (2H, m> , 2. 63(2 
H, t, J = 6. 4Hz), 2. 8 0 — 3. 26(3 

H, m ) , 4 . 0 7 ( 2 H , t, J = 6 . 4 H z ) , 

7. 13 ( 2 H , dd, each J = 8 . 8 Hz), 
6. 9 5 — 7. 3 0 (6H, m ) , 7. 30 — 7. 53 
( 1H, m) , 7. 95 (2H, dd, J=8. 8, 
5. 3Hz), 8. 2 3 — 8. 40 (2H, m) . 

[0051] mmm 1 o 4--fp-n- [2- (4 

-^yyM/i/- 1 - e^'Jy^) x^zk] -N- (3 
-by g^Q <yXTj f 

N- [2- {A-^>Y>i)V- 1 -b°^U^/P) xf- 
- 3-7S/e'Jy>(l. 24g, 4. 00 5 U 
qE/10 s 4 -x F nSItl^n'J F (893. 0 m 
g, 4 . 80 5 U^;P) JiiWJyy ( 0. 4 9m 

I, 6. oo iv^u) ^m^zmmm3tmmcom^ 

1. 4 58g (80. 0%) »fc 0 
BJbS : 1 3 4-1 3 6°C 

IR(KBr) : 1 680, 1 64 6, 1 600, 1 5 
20, 1478, 1446, 1376, 1344, 1 3 
04, 1 1 76, 1 1 14, 976cm 1 . 
NMR (CDC1 3 ) a : 1. 73 — 2. 03 (4H, 
m), 2. 0 3 — 2. 39(2H,m), 2. 62(2 
H, t, J = 6. 2Hz), 2. 8 3 — 3. 15(2 
H, m) , 3. 15 — 3. 50 ( 1H, m) , 4. 0 8 
(2H, t, J = 6. 2Hz), 7. 10 — 7. 73 
(7H, m) , 7. 8 0 — 8. 1 7 (2H, m) , 8. 
06 (2H, d, J = 8. 8Hz) , 8. 20 — 8. 5 

0 ( 2H, m) . 

[0052] mmm 1 1 4-xfq-n- { 3- va 

- (4-7/^P7x^) -l-b°^^^;P] 7°P 

UZW -N- (3-b°yy/l/) ^XTS F 

N- {3- [4- (4-7/^n7x^) - 1 - 1 ^ 

TnbVH -3-rSyb°U^> (294. 
4mg, 0. 94 5'J^7P) . 4--hn$lfS?n 
UK (2 14. Omg, 1. feisty 
i»(0. 09ml, 1. 115 y^E/F) Srffl^T»S 
i^J3i:[5ia^I#^fi3^t^J:^T. Sfe7^/^7r 
Xtt»*fc LT»ffc£*£ 315. 5 mg (72. 4 

%) Wfco 

IR(KBr) : 2820, 1 6 5 0, 1 602, 1 5 

1 0, 1480, 14 52, 1426, 1 388, 1 3 
46, 1 308, 1 232, 1 1 58, 1 140, 1 1 

08, 862, 8 14, 7 50, 7 14 cm" 1 . 
NMR (CDC1 3 ) 3 : 1. 90 (2H, quin 
t. , J = 7. 2Hz), 2. 39 — 2. 60 (6H, 
m) , 3. 03 — 3. 13 (4H, m) , 3. 94 — 
4. 11 (2H, m) , 6. 81 — 6. 96 (4H, 
m), 7. 26 — 7. 47 (4H, m) , 8. 06(2 
H, d, J = 8. 8Hz) , 8. 32 — 8. 47 (2 



H, m) . 

[0 0 5 3 ] 1 2 4-xFp-N- { 2- [4 

- (4-^pp<yy-f/i/) -l-e^'jy^] xf; 
;W -N- ( 3-e»jy» ^yxrs F 

N — {2- [4- (4-^nn\yyM/l/) - 1 - b^, 
ij y-;|/] xf - 3 - 7^ 7 t°y i/>( 4 8 5 . 9 
mg , 1 . 4 15 Jy^OO^^y ( 5 . 0 rn 

1 ) IZMML. 0°C^Tb°y i?y ( 0. 14ml, 1. 
7 3 5 y^£/F) . 4--hoSliS?n»J F ( 3 2 

I. lmg, 1. 7 0 5 U^E/l*-) cOJB^JUi^, 0°C- 
SiST 1 2 ^NBHtfF Ufcft. Mo^lfek*^ F U ^ A/R 

«E*BSBA (llxf^-x^) CTWSrfiifc 
CioT, gOffilB**: LT*»fb6*£ 6 3 5.2m 
g (9 1 . 4%) 

14 0 — 14 3°C 
IR(KBr) : 1 6 64, 1588, 152 0, 14 
82, 1430, 14 0 4, 1392, 138 0, 13 
50, 1 3 08, 1 2 64, 1 1 14, 1 0 96, 9 7 

6, 858, 846, 720cm" 1 . 
NMR(CDC1 3 ) & : 1. 77—1. 86 (4H, 
m), 2. 04 — 2. 32 (2H, m) , 2. 62(2 
H, t, J = 6. 2Hz) , 2. 9 0 — 3. 19(3 
H, m), 4. 08(2H, t, J = 6 . 2 Hz ) , 

7. 14 — 7. 19(lH,m), 7.42(2H, d 
d, J = 8. 6, 1. 8Hz), 7. 46—7. 55 
(2H, m), 7. 86 (2H, d, J = 8. 6H 
z), 8. 06(2H, d, J = 8. 8Hz), 8. 3 

5 — 8. 4 4 ( 2H, m) . 

[0054] mmm 1 3 4-xfp-n- < 3- [4 

- (4-^/F^-p^>VM^) -l-^'Jy-M y° 
PbVH — N — ( 3 -by j?)V) ^VX7 5 F 

n- {3- [4- (4-7/^n<yy"^i/) - 1 - b 
^y ^x/l^] Tub7W -3-T5yb°U i?> ( 1 . 3 

6 4 g, 4. OOSy^/F) . 4 -hnSMl^n 
y F (89 3. Omg, 4.8 0 S'J^/1/) fci^b°y 
y>(0. 49ml, 6. 005 U^P) Jffl^Til 

T*»ffr£«r* 1 . 6 5 3 g (82X)ftfc. 
itS : 1 4 6 . 5— 1 4 9°C 

IR(KBr) : 29 50, 2800, 1680, 16 
5 0, 1 5 9 9, 1 5 2 1, 1 5 06, 1 4 7 0, 1 4 
28, 1 382, 1 3 23, 1 2 60, 1 2 06, 1 1 
55, 1089, 975, 876cm- 1 . 
NMR(CDC1 3 ) 3 : 1. 60 — 2. 23 (8H, 
m), 2. 43(2H, t, J = 7 . 0Hz), 2. 7 
0 — 3. 03 (2H, m) , 3. 03 — 3. 38 (1 
H, m), 4. 01 (2H, t, J = 7. 0Hz), 
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6. 96 — 7. 60 (4H, m) , 7. 12 (2H, d 
d, each J =8. 8Hz), 7. 80 — 8. 15 
(4H, m) , 8 . 2 0 — 8 . 5 2 ( 2 H , m) . 

[0 0 5 5] l 4 4-y7/-N- { 2- [4 

- - 1 -ti-Njj ] x 
-N- ( 3-b°y ^yX7 5 F 

n- {2 - [4- (4-7/^n<yy^;P) — 1 — br 
x^/w -3-75yt«jyy ( 1 . 02 

g, 3. 12 5';^) , 4->'7/SAf»?o , Jb' 
(674mg ; 4. OSSU^/P) fiitftTUi^x 
(0. 3 8ml, 4. 685 U^W SfflV^TlUfeWO 

IHfc^ft* 1 - 4 2 4s (SfeftW) 
BUS : 1 5 4— 1 5 5*C 

IR(KBr) : 29 56, 283 6, 2228, 1 6 
72, 1 642, 1 596, 1 504, 1 478, 14 
28, 1 374, 1 304, 1 22 6, 1 1 70, 1 1 
34, 9 74cm 1 . 

NMR (CDC1 3 ) a : 1. 50 — 2. 00 (4H, 
m), 2. 0 0 — 2. 35(2H,m), 2. 60(2 
H, t, J = 6. 2Hz), 2. 8 0 — 3. 40(3 
H, m), 4. 07 (2H, t, J = 6 . 2Hz), 

7. 13 (2H, dd, each J = 8.8Hz), 

6. 9 5 — 7. 6 3 (7H, m) , 7. 95 (2H, d 
d, J=8. 8, 5. 3Hz), 8. 23 — 8. 50 
(2H, m) . 

[00 56] HflSW 1 5 3 -~hP-N- { 2- [4 

- (4-7;i^frp<:xyM;M - 1 -h°^y s/~;f] j. 
gyH -N- ( 3 - try i^H f 

n- {2 - [4- (4-7/Wn^yyM/l/) - 1 - t° 
^JJ >>--/k] :r^/F} -3-7S/ fU y>(564. 
Omg, 1. 72S'J^) , 3--hnSISl^n 
UK (359. lmg, 1. 9 05y^E/l/) ai^t°y 
W ( 0. 17ml, 2. 105 U^) Srffl^THjSfft 
CT3i:R«^Iff^f3^tti:oT. ISfetetL 
Tllft^44 7. 2mg(54. 6%) »fc 0 
HWS : 1 2 2— 1 2 5°C 

IR(KBr) : 1664, 1 648, 1 598, 1 5 
36, 1478, 1 380, 1 348, 1 320, 1 3 
00, 1 290, 1 274, 1 228, 1 206, 1 1 
66, 1146, 1136, 976, 720, 71 0c 
m 1 . 

NMR (CDCI3) 3 : 1 . 76 — 1. 86 (4H, 
m) , 2. 04 — 2. 20 (2H, m) , 2. 64 (2 
H, t, J = 6. 2Hz), 2. 89 — 3. 02(3 
H, m), 4. 08(2H, t , J = 6 . 2Hz), 

7. 0 3 — 7. 38 (5H, m) , 7. 48 — 7. 63 
(2H, m), 7. 95 (2H, dd, J =8. 6, 
5. 3Hz), 8. 0 3 — 8. 14 ( 1H, m) , 8. 
3 2 — 8. 4 3 ( 2H, m) . 



[0057] mmm 1 6 n- l 2- (4-o-y^ 

- 1 -h°^y ^;p) xjTij -N- ( 3 - try ^) 

^Jf>7S F 

n- [2- (4-^yy^/i/-i-txyy^;i/) xf 

/I/] - 3-7^yt°'Jy>(24 7. Omg, 0. 80 

$y^) jb;i/xy (5. om i ) izmm u t°u^ 

y(0. 2 0ml, 2. 40S»J^)fcJ;V^fy 
i^nU KJSKfi ( 1 7 1 . Omg, 0. 9 6$y^ 
)V) SJDifc. 100°CT6. 5ieBB»FUfc». ?£SP 
L . ftftieBHc*^- F »J ^ A7KSS?KSr Jpi. , 3 0 jH8BK 

mt+ f y j^w&ffi&L, **«bh- f 

m^f^t L,T$mik&fa£2 5 3. 6m g (7 6. 6 

%) flto 

HbS : 1 4 5—1 4 5 . 5°C 

IR(KBr) : 29 52, 1 6 74, 1 644, 1 5 
88, 1 5 74, 1448, 1422, 1 386, 1 3 
38, 1264, 12 0 8, 1142, 1116, 97 
4cm -1 . 

NMR(CDC1 3 ) a : 1. 30—1. 98 (4H, 
m), 2. 00 — 2. 36(2H,m), 2. 63(2 
H, t, J = 6. 4Hz) , 2. 80 — 3. 43 (3 
H, m), 4. 08 (2H, t , J = 6 . 4 Hz ) , 
7. 0 0 — 7. 30 (2H, m) , 7. 20 — 7. 75 
(5H, m), 7. 75 — 8. 10 (2H, m), 8. 
2 5 — 8. 7 0 (4H, m) . 

[00 58] mWM 1 7 N- [ 2 - (4-Q-V-f ;F 
1 h°^y ^'-/F) Xjvk] -N- ( 3-fcTUS^) 

>f y^nf-yyg F 

n- [2- (4-<yyM;F- l -b°^y i/^;F) 

;F] -3-T^yt°y ^> (24 7. Omg, 0. 80 
5 y^;F) . A V— rrf-vlS^ny FJSlSta (17 1. 
omg, o. 9 6 ^ y^/F) feivtry w ( o . 20 

ml, 2. 40$y^/F) ^ffl^TWfiMl 6 i:H«tf> 

/57^- (^nn*/^ : ^y-/F 3 0: 1 ) 

43. Omg (73. 5%) »fc c 
SI* : 1 5 3 — 1 5 5 . 5°C 

IR(KBr) : 2948, 1 6 68, 1 648, 1 5 
94, 1 5 76, 14 50, 14 28, 1 3 92, 1 3 
24, 1 3 06, 1 2 64, 1 2 08, 1 1 30, 1 1 
1 6, 974cm" 1 . 

NMR(CDC1 3 ) a : 1. 70 — 2. 00 (4H, 
m), 2. 00 — 2. 36(2H,m), 2. 60(2 
H, t, J = 6. 4Hz), 2. 8 0 — 3. 45 (3 
H, m), 4. 06(2H, t, J = 6. 4 Hz ) , 
6. 9 6 — 7. 30 (4H, m) , 7. 30 — 7. 63 
(4H, m) , 7. 80 — 8. 0 3 (2H, m) , 8. 
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2 6 — 8. 6 3 ( 3H, m) . 

[0 0 5 9] mm\ 1 8 4--ho-N- [2- (4 
-^yyM/i— l -h°^us^;p) xf;i/] -n- (3 

N- [2 - 1 -b^jj 

;H -3-TSy tU>?y ( 6 1 8. Omg, 2. 00 

(90%, 591. Omg, 2. 405 »J^) . b°U 
z/>(0. 24ml, 3. 0 0 5 U^E/W fciV4-D 

map ^mv^xmm\2hnm^mwio 

Z k tioT«Wfi»*i: LT*ttffc£*£ 5 5 1.6 
mg (5 5. 8%) #3t 0 
lflb£: 1 7 8— 1 8 0°C 

IR(KBr) : 2948, 1 680, 1 608, 1 5 
26, 1472, 1422, 1 3 5 2, 1 306, 1 2 
04, 1 1 64, 1 092, 1 034, 976cm" 1 . 
NMR (CDC1 3 ) a : 1 . 60 — 1. 93 (4H, 
m), 1. 93 — 2. 3 0 ( 2H, m) , 2. 51 (2 
H, t , J = 6 . 6Hz), 2. 66 — 2. 96(2 
H, m) , 2. 9 6 — 3. 40 (1H, m),3. 77 
(2H, t, J = 6. 6Hz), 7. 13 — 7. 66 
( 6H, m) , 7 . 6 6 — 8 . 03 (4H, m) , 8. 
10 — 8. 40 (2H, m) , 8. 40—8. 66 (1 
H, m) . 

[00 60] Hjjftffl 1 9 N- {2 - [4 - (4-y;\s 
tn^//^;l/) -l-tr^u^;P] x^-;H -4- 
^;k^-p-N- ( 3-b°U S£zk) <yX7S h* 
n- {2 - [4- (4-7;^n<yyM^) - 1 -b° 

^)Jy^] Xf/W-3-7Syb°yy>(l. 0 0 

g, 3. 24SHt;P) . 4-7;l/*n£|fl?ny 
MO. 47ml, 3. 89S'J^1/) fcit^eUS/y 
(0. 3 7ml, 4. 575U^) tfflV^TlSl»W3 

t mmcomft tfioztizx^x efe«&* t l x mmit 

6«*980. 5mg (6 7. 4%) 
It* : 1 3 8-14 1°C 

IR(KBr) : 34 50, 1665, 1601, 15 
72, 1 5 1 2, 14 52, 1 380, 1 232, 1 1 
5 5, 9 54 cm" 1 . 

NMR (CDC 1 3 ) a : 1 ■ 50 — 1. 98 (4H, 
m), 2. 10 — 2. 5 0 ( 2H, m) , 2. 61 (2 
H, t, J = 6. 8Hz), 2. 9 0 — 3. 40(3 
H, m), 4. 06(2H, t , J = 6 . 8Hz), 

6. 88 (2H, d, J = 8. 8Hz) , 7. 06 — 

7. 35 (3H, m) , 7. 3 5 — 7. 70 (4H, 
m) , 7. 7 0 — 8. 00 (2H, m) , 8. 15 — 

8. 4 0 ( 2H, m) . 

[00 6 1 ] HJSM2 0 2, 4-y^hP-N- [2 

- (4-^yy'W/l— l -b^Jj^~/W xf/i/] -n 

- ( 3-bU^;k) <yX7S K 

2, 4-y^boMfl(4 6 6. Omg, 2. 15 



iV^JV) ^mt^^-l/y {3 . Oml) -HMPA 

( 0 . 3mi) ksmpu oxycmztt-fr ( o . 1 

8ml, 2. 39S'J^) SrJiTtTJUt^o MST 
2^mmn LfcfiL KUS^ (O. 2 0ml ) tSitfN 

- [ 2 - ( 4 -\yy^ a— 1 - b°^ y ;p ) xf 

;P] -3-TSyfU (62 0. 3mg, 2. 00 

san**;, m&T2 3mmmnLfzm. 10 

yy 4- (?na*;l/A : /!✓ 2 0: 1 ) fcrr 

«ift^M4 9 0. 4mg(4 8. 7%) «fc 0 
IR(KBr) : 1 6 60, 1 6 00, 1 5 36, 14 
80, 1448, 14 24, 1 3 96, 1 346, 1 3 

06, 1 2 62, 1 2 06, 97 6, 748, 7 02c 
mi . 

NMR(CDC1 3 ) a : 1. 80—1. 86 (4H, 
m) , 2. 0 4 — 2. 33(2H,m),2.70(2 
H , t, J = 5. 7Hz), 2. 9 3 — 3. 25(3 
H, m) , 4. 10 (2H, t, J = 5 . 7 Hz ) , 

7, 12 — 7. 25 (1H, m) , 7. 47 — 7. 73 
(5H, m) , 7. 8 8 — 7. 96 (2H, m), 8. 
2 9 — 8. 4 5 (2H, m) , 8. 76 (1H, br- 
s ) . 

[0 0 6 2 ] HJ1#1J2 1 N- { 2- [4- (4-7)\s 
^WQY4)V) - 1 -b^S>'-,;l] -N- 

N- {2- [4- (4-7WnO/>f;H -l-b° 

:r^-/P} -3-T5 /K'J y> (3 74. 
3mg, 1. , xafyl^n'JFSl 

tS( 2 5 6. 8mg, 1. 3 9 5 U^P) ^it/4-D 

map &mv^mm\i e tmntoimzft 

OK396. 8mg (80. 3%) %tz« 
IR(KBr) : 1 638, 1 588, 1480, 14 
60, 14 30, 1 3 90, 1 3 08, 1 280, 1 2 
62, 1 2 22, 1 1 54, 1 1 42, 1 0 22, 1 0 

08, 84 6,7 58, 7 1 2cm 1 . 

NMR (CDC 1 3 ) a : 2. 42 — 2. 56 (4H, 
m), 2. 63(2H, t, J = 6 . 2Hz ) , 3. 5 
1 (4H, br-s) , 4. 09 (2H, t, J = 6 . 
2Hz) , 6. 98 — 7. 63 (8H, m) , 8. 35 

— 8. 50 (4H, m) . 

[0 0 6 3 ] mmm2 2 N- { 2- [4- {4-7)V 

to^yy^/H -1 -b^sy—;^] xfvH -n- 

(3-b°U^>) -f V-nfyr-: F 
N- {2- [4- (4 -7;t/tn<yy'W;i/) -i-b° 
^ryl/^)V\ x^/P} -3-7Syt°iJyy ( 2 7 0. 
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Omg, 0. . -fy-afyl^n'JK 

«(179. 7mg, 1. 00$U^);BJ;tM 

- DM AP *ffl^TlHltWl 6fcH«0D»fis 

*ttffc-&ft* 2 4 8 . Omg (6 9. 8%) 
IR(KBr) : 1 634, 1 604, 1 590, 1 5 
1 0, 1480, 1460, 1434, 1 306, 1 2 
80, 1 264, 1 224, 1 1 54, 1 0 1 0, 84 
6, 758, 7 1 Ocm- 1. 

N MR (CDC 1 3 ) 8:2. 5 0—2. 5 5 (4H, 
m) , 2. 55 — 2. 75 (2H, m) , 3. 60 — 
3. 75(4H, m), 4. 08(2H, t, J = 6. 
2Hz ) , 4. 2 3 — 4. 31 (1H, b r-s ) , 
6. 82 — 7. 50 (8H, m) , 7. 94 — 8. 06 

( 2H, m) , 8 . 3 8 — 8 . 5 2 ( 2 H, m) . 

[0064] HflSM 2 3 3, 4-y^hP-N- [2 

- (4-<yy"^;i-i-bX'jy^) xf;^] -n 

- ( 3-b°U^;P) ^,yX7 5 H 

N- [2 - (4-<y/>f^- 1 -t°^y^x/p) x^ 
;H -3-7S/tiJy> ( 9 3 1 . 4mg, 3. 01 
Sy^E/UK 3, 4-y-bn$Mi (70 1. 4m 
g , 3 . 3 1 5 U . Sft-f-^^./l ( 0 . 2 5m 

1,3. 3 1Sy^) fc±WJy> (0. 6 0m 
1,7. 42$y^) &m^X9QtiM2 0tmtCQ9k 

SBM*44 7. 2mg (54. 6%)»fc, 
IR(KBr) : 1 654, 1 544, 1480, 14 
48, 1428, 1 364, 1 306, 1 264, 1 1 
46, 976, 844, 7 54, 7 00cm"i. 
NMR (CDC1 3 ) a : I. 74 — 1. 87 (4H, 
m), 2. 05 — 2. 32(2H,m), 2. 62(2 
H, t, J = 6. 2Hz) , 2. 88 — 3. 00 (2 
H, m) , 3. 14 — 3. 30 ( 1H, m) , 4. 08 
(2H, t, J = 6. 2Hz), 7. 33 — 7. 71 
(7H, m), 7. 81 — 7. 95 (3H, m), 8. 
37 (1H, d, J = 2. 2Hz) , 8. 50 (1H, 
d, J=4. 6Hz ) . 

[0 0 6 5] SQftM2 4 4-757-N- { 2- [4 

- (4-7;^P^>VM;l/) -l-e^7y^]x 
jvH -N- ( 3 - try s\yxr$ F 
4-xbn-N- {2 - [4- (A-y)V^u^yV^ 
JV) - 1 -t^7y«/I/] xf/K -N- ( 3 -ty 
/P) ^yXTS H (321. lmg, 0. 6 7 5 »J ^ 

/P) £^y-/p (5. Oral) tejffinu o°c^TiftJS 

Mil - 5ml) (2 3 9. 9m g, 2. 025 

y^/to tan**:. RiftTiieiaHifFUfca. sa-c2 

BfPallSff Lfz . 1 0 %*BK[^ h y * 

J**y (4:1) T*»mU »6:ftjfc*« 



)VJ* : * 9 J-)V 10:1) fcTfUR-fS ikfcio 
t\ afe7^7TXffMt LTSaWfc^W* 2 3 

7. 6mg (79. 2%) f#fc o 

IR(KBr) : 3348, 1 6 28, 1 6 04, 1 5 
14, 14 78, 14 60, 14 36, 1 3 70, 1 2 
94, 1 2 22, 1 1 78, 1 1 54, 1 1 40, 1 0 

08, 84 0, 758, 7 1 0, 598cm-i. 
NMR (CDC 1 3 ) 8 : 2. 41—2. 51 (4H, 
m ) , 2. 64(2H, t, J = 6 . 4Hz), 3. 5 
0(4H, m), 3. 79(2H, br-s ) . 4. 0 
4(2H, t, J = 6. 4Hz), 6. 41 (2H, 
d, J = 8. 6Hz) , 6. 97 — 7. 26 (6H, 
m), 7. 37(2H, dd, J =8. 4, 5. 5H 

z ) , 8. 3 6 — 8. 39(2H,m). 
[0 0 6 6 ] mm\2 5 4— T$/ — N— { 2- [4 
- (4-7^tn^/>f^) - 1 -t°^JJ X 

^Zki -N- ( 3 -try V)V) ^y^yx^yr^ K 
4-^bo-N- {2- [4- (4-7/k*u<yyW 
no - 1 -tr^y i?—jv~\ xfvH -n- ( 3-t°y 

;l/Ky^>X;l/*y7iF (38 1. 8m g, 0. 7 
4S'J^) . XX (265. 3mg, 2. 2 4 5 'J ^ 
AO *5 cfctXitttK ( 1 ■ 7ml ) fcfflVVC30tW2 4fc 

«}*tLT^I^ft^3 24. 8mg(91. 0%) 

IR(KBr) : 3380, 1 6 78, 1 6 30, 1 5 
96, 1 5 04, 1 344, 1 3 20, 1 2 28, 1 2 
06, 1154, 1090, 974, 832, 734, 
708, 6 74, 60 2, 578, 546cm 1 . 
NMR (CDC 1 3 ) 8 : 1. 70—1. 81 (4H, 
m) , 1 . 9 8 — 2. 2 6 ( 2H, m) , 2.48(2 
H, t, J = 6. 8Hz), 2. 7 8 — 3. 13(3 
H, m), 3. 69 (2H, t , J = 6. 8Hz) , 
4. 11 (2H, br-s), 6. 6 2 ( 2 H, d, J 
= 8. 8Hz), 7. 06 (2H, d, J = 8. 6H 
z), 7. 21—7. 60(6H,m), 7. 93(2 
H, dd, J=8. 6, 5. 5Hz) , 8. 26 — 8. 
29 (1H, m) , 8. 4 7 — 8. 5 2 ( 1 H, m) . 
[0 0 6 7 ] mmM2 6 4-7S/-N- [2- (4 

-^yy-f/k- i -tr^y -j—jv) xf;i/] -n- (3 
-t°y i?)V) ^yxrs Y 

4-"bn-N- [2 - (4-oy-f;P- 1 -tr^y 
xf;H -N- ( 3 -try s^lO ^yxrs K 

(1. 3 5g, 2. 94S'J^) , XX(1. 0 5 
g, 8. 8 2 5 y^/W fciT/iKHB (5. 0ml) t 
ffl^THIM2 4^i«^^\ §&fcW»A 

(y7nn^y-x-f/k) fcTfKK-Tiifcfcio 
T . LTflS^^jSr 1 . 2 2 g ( 9 7 . 5 
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HW5 : 1 7 7— 1 7 9°C 

IR(KBr) : 3384, 3328, 2944, 16 
74, 1 632, 1 604, 1446, 1 366, 1 3 
1 0, 7 04 cm-i . 

NMR (CDC 1 3 ) d : 1. 50 — 1. 95 (4H, 
m), 1. 9 5 — 2. 32 (2H, m ) , 2. 63 (2 
H, t, J = 6 . 6Hz), 2. 80 — 3. 37(3 
H, m), 3. 79(2H, br-s) , 4. 03 (2 
H, t, J = 6. GHz) , 6. 41 (2H, d, J = 
8. GHz), 7. 10 ( 2 H , d, J = 8 . 6H 
z), 6. 95 — 7. 26 (2H, m) , 7. 26 — 
7.65(2H, m),7.7 5 — 8. 0 3 (2H, 
m) , 8. 2 0 — 8. 4 3 ( 2H, m) . 
[0 0 G8] Hflj£ffl2 7 4-T^y-N- { 3~ [4 

- (4-7/l/tP7x^) - 1 - b^^— ;U] TP 
b;H -N- ( 3 -by V)V) 5 K 

4-— bO-N- {3- [4- (4-7Mo7x- 

- 1 -h°^y-/l^] 7Qb7I/! -N- (3-b°U 
y» <yX7SM3 08. ling, 0. 6 65 
/l^) s XX (2 3 6. 4mg, 1. 99 5U^;P) fcJ; 

tfwfis ( i . 5mi) ^m^xmmm24 1 mmcotsk 

£2 54. 3mg (88. 9%) 
BUS: 1 6 8— 1 7 1°C 

IR(KBr) : 3348, 1 626, 1 608, 1 5 
96, 1 562, 1 5 1 0, 1 380, 1 368, 1 3 
06, 1 292, 1 232, 1 22 2, 1 1 72, 1 1 
58, 814, 760cm" 1 . 

NMR (CDC1 3 ) d : 1 . 88 (2H, quin 
t. , J = 7 . 0 Hz) , 2. 3 8 — 2. 6 0 (6H, 
m), 3. 03 — 3. 1 4 (4H, m) , 3. 79(2 
H, br-s), 3. 98(2H, t, J = 7. 3H 
z), 6. 42 (2H, d, J = 8. 6Hz), 6. 8 
6 — 6. 96 (4H, m) , 7. 0 6 — 7. 34 (4 
H, m) , 8. 3 5 — 8. 3 8 ( 2H, m) . 
[0 0 6 9] SQftM28 4-757-N- { 3- [4 

- (4-7/i/^yy^;i/) -i-b^ys/-;k] r 

ubVP} -N- ( 3 - b° U V)V ) ^yXT 5 F 
4--ba-N- {3 - [4- (A-y)V^u^yV^ 
JV) -l-t^iJy«/H 70&H -N- (3-bU 

^yX7SK(l. 36g, 2. 785 U^E 
/P) . XX (990. Omg, 8. 345 U^E/P) fcj; 
tXiKSK ( 5 . 0 m 1 ) tffl^TS6*«2 4 t [*I«^t* 

mmit^mit 1 . 2 3 g < 9 6%) 

IR(KBr) : 3428, 2 9 5 2, 1 672, 1 6 
54, 1 606, 1 596, 1 504, 1 4 50, 1 3 
58, 1 308, 1 277, 1 20 0, 1 1 70, 1 1 



3 6, 1104, 852cm" 1 . 
NMR(CDC1 3 ) a : 1. 50 — 2. 20 (8H, 
m), 2. 41 (2H, t, J = 7 . 0Hz), 2. 7 
0 — 3. 35 (3H, m) , 3. 6 0—4. 10 (2 
H, m), 3. 95(2H, t , J = 7 . 0 Hz ) , 

6. 41 ( 2H, d, J = 8. 6Hz), 6. 90 — 

7. 50 (6H, m), 7. 95 (2H, dd, J = 

8. 6, 5. 5 Hz) , 8. 10 — 8. 45 (2H, 
m) . 

[0 0 7 0 ] mMM2 9 4-T5y~N- [2- (4 

-<yy-f;i- l -b^y y~;^) -n- (3 

4--bn-N- [2 - (A-^yYA)V- 1 -b^JJ 
x^/P] -N- (3-b°y^;P) ^.y-tr>x;P 
*y7S H (494. Omg, 1. 005 'J^/I/) . X 
X ( 3 5 6 . lmg, 3. 0 0 5 'J ) & X ZFWMM 
(4. 0ml)^ffl^T»»J2 4t^IMtf 

i\ §^(:ffeft(iKxf;^-x^) izxmtt 

4£fcfcJ:r>T. W«*tLTHI^ftJ4 9 
7. Omg (Sift) 
fflUS : 1 2 0 — 1 2 2°C 

IR(KBr) : 1 674, 1 6 22, 1 5 96, 1 5 
04, 14 50, 1 3 22, 1 2 64, 1 2 1 0, 1 1 
84, 1 1 52, 1 0 92, 1 0 66, 986cm" 1 . 
NMR (CDC 1 3 ) a : 1. 63—1. 90 (4H, 
m), 1. 90 — 2. 36(2H,m), 2.48(2 
H, t, J = 6 . GHz), 2. 6 6 — 2. 96(2 
H,m), 2. 96 — 3. 46(lH,m), 3. 69 

(2H, t, J = 6 . GHz) , 6. 41 ( 2 H , d, 
J = 8. 6Hz), 7. 10 (2H, d, J =8. 6H 
z), 7. 07 — 7. 63(5H,m), 7. 63 — 
7. 9 7 ( 2H, m) , 8. 13 — 8. 30 (1H, 
m) , 8. 3 0 — 8. 5 3 ( 1 H, m) . 

[0 0 7 1 ] mmM3 0 4-7-fef;l/7Sy-N- 

{2 - [4- (4-7;^p<y/>f;p) -l-b^y 

^-;^] xf;P} -N- (3-b°y>^) s<>*£>X)V 

4-rsy-N- {2- [4- (4-7/i/^nKyyM 
;W - 1 -b°^ys^-;k] xf;H -N- ( 
;^)^yxMyrShMl5 9. 2m g, o. 3 
SS'J^) i^nn^?y(3. 0ml)(ci§ft? 
U O^TtTU l/V ( 3 2. Ojti 1 , 0. 4 05'J^ 
)V) , mftffifc (37. Ou 1 , 0. 405 . 
4-DMAP (MM*) ^WwllPifc. 0°CT'3B#PaJS 

)®&*ifc#U ftETK^tSg^by^AtT^L^, 

7 4 — ( ? nn*;^ : y ^ y-;U 2 0:1) fcTflf 
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SWfr^ft* 1 4 8 . 3mg(85. 7%)*t 0 
IR(KBr) : 1 680, 1 594, 1 532, 14 
00, 1 346, 1 3 14, 1 26 2, 1 228, 1 1 
60, 1 092, 736, 708, 634, 6 1 6, 5 
7 4c nr 1 . 

NMR (CDC 1 3 ) 8 : 1. 68 — 1. 80 (4H, 
m), 1. 99 — 2. 11 (2H, m), 2. 21 (3 
H, s), 2. 49 (2H, t, J = 6 . 8Hz), 
2. 78 — 2. 90 (2H, m) , 3. 09 — 3. 14 
(1H, m), 3. 71 (2H, t, J = 6. 8H 
z), 7. 03 — 7. 35 (3H, m) , 7. 4 9 — 

7. 70(5H, m), 7. 93(2H, d d , J = 

8. 6, 5. 5Hz), 8. 27 ( 1H, d, J = 2. 

0Hz), 8. 42 (1H, d, J =4 . 6Hz) . 
[0072] Hfi&M 3 1 4-^;l/5;P7Sy-N- 
{2- [4- (4-7;l/tPOyW;l-) - l -b^y 

y'^/P] xf;P} -N- ( 3 - b° U jy)V ) ^VX'T 5 K 
*7j<PS(0. 7 4ml, 7. 84SU^) tOW 
«lt ( 0 . 3 7ml, 9 . 61S«J^) Srfe . 6 0 
W2MlfL)tfi SfflfcSfrSIU THF (3.0 
m 1 ) ^1\WX_, $^tO°CT4-T5y-N- { 2- 

[4- (4-y;^n<yyM;l/) -l-tr^ys/x 
;H x^;w -N- ( 3 -try ^) ^yX7$ p 
(i. 34 og, 3. 005 y^) sjmifco rasa^c 

*?j-)v 20 : i ) tzximt &ztiz£->x. a 

LTiSjSfc^Sr 1 ■ 404g (98. 6%) 
WU5t : 14 7-148*C 

IR(KBr) : 1 680, 1 642, 1 598, 1 5 
28, 1480, 1426, 1408, 1 376, 1 3 
06, 1 262, 1 224, 1 204, 1 1 78, 1 1 
56, 1140, 848, 754, 712cm" 1 . 
NMR (CDC 1 3 ) d : I. 68 — 1. 94 (4H, 
m), 2. 0 3 — 2. 26(2H,m), 2. 62(2 
H, t, J = 6 . 4Hz), 2. 90 — 3. 18(3 
H, m), 4. 05 (2H, t , J = 6 . 4Hz) , 
6. 81—7. 54(8H, m ) , 7. 95(2H, d 
d, J =8. 6, 5. 5Hz), 8. 33 — 8. 40 
( 3H, m) . 

[0 0 7 3] HSSM3 2 4-aVJ;^7S7-N- 

{2- [4- (4-:7;i^tP<yyM;iO - l -b^y 
i?—!V~\ xf-;H -N- (3-tf'Jy»^yX75F 
4-7S/-N- {2- [4- (4-7;^n<yy>f 
/I/) - 1 -b°^y x^/k} -N- (3-t'Jy 



/!✓) <yX7S P (177. 2m g, 0. 4 0 5 
/H t^nn^^O. 0ml) CJgSPL. 0°CT' 
^11? piJMO. 0 6ml, 0 . 4 8 5 'J *5 
itXb°y >>> (0. 04ml, 0. 495 'J^/k) £JP 

SjIT2BI8H*fPLfcflL 4-DMAP (Mtt 
M) ^ifiT'l HISMfPLfc. 

u t#^^wwi&«asi^^hy^A*^. *t 
jR>sjfe» l . m*mst^ h y ^ a tcTSgs l • mm* 

7 4 — ( ? an*;t/A : ? y — ;u 20: 1) icTft 
Bt4ifctJ:-?T, ?^fe7^^7rXTO*ttt 
»rt;^ft£17 8. 8mg(84. 2%) Wfc. 
IR(KBr) : 29 56, 1 7 28, 1 6 96, 1 6 
66, 1 6 50, 1 5 98, 1 382, 1 3 06, 1 2 
86, 1 2 26, 1 1 86, 1 1 70, 1 1 36, 1 1 
12, 1096, 714cm" 1 . 
NMR(CDC1 3 ) & : 0. 7 8 — 0. 93 (3H, 
m), 1. 07 — 1. 63(4H,m), 1. 77 — 
1. 92(4H,m), 2. 03 — 2. 50(6H, 
m), 2. 62(2H, t, J = 6. 2Hz), 2. 9 
0 — 3. 02 (3H, m), 4. 07(2H, t, J = 
6. 2Hz), 6. 95 (2H, d, J = 8. 4H 
z), 7. 03 — 7. 4 0 ( 6H, m) , 7. 95(2 
H, dd, J =8. 6, 5. 5Hz), 8. 3 5 — 8. 
4 5 ( 2H, m) . 

[00 74] Hfife#!l 3 3 4-yf/l/7S7-N- { 2 

- [4- (4-7WP<//^l^) - 1 -b-X'J> ; -" 

xj^w -n- ( 3 - try ^) <yx'75 F 
4-*;l/S;k7S7-N- {2- [4- (4-:7/M-u 
^yyW;W -l-b^ys/x;^] x^/w -n- (3 

— b° y -J}]/ ) ^yXT S F (304. 7mg, 0. 64 
SU^) SrDMF (4. 0ml ) CigfllU 0TTC* 
WttbU^A (30. lmg, 0. 7 5SU^) * 

Ojwl, 0. 7 1 5 U *:/!✓) SJPifco 0°CT2ff*P H 1S 

(?no»A : ^^y-/l^2 0:1) 
h(cJ:^T. iSfeT^yrXtKh LT4- (N 
-*;l/S;l/-N-^f;i/7S7) -N- {2- [4- 

(4-^;^n^^/>f;P) - 1 -b°^y xf 
)V) -N- (3-b°y S^) <yXT5 K£248. 5 
mg (79. 5%) ftfc. 

IR(KBr) : 1 680, 1 642, 1 6 00, 1 5 
08, 1480, 14 24, 14 1 0, 1 3 76, 1 3 
36, 1 3 06, 1 2 64, 1 2 26, 1 2 04, 1 1 
56, 1140, 1112, 974, 850, 760, 
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7 10cm" 1 . 

NMR (CDC 1 3 ) d : 1. 77 — 1. 86 (4H, 
m) , 2. 04 — 2. 2 0 ( 2H, m) , 2. 63(2 
H, t , J = 6. 4Hz), 2. 90 — 3. 07(3 
H, m) , 3. 24 (3H, s ) , 4. 07 (2H, 
t, J = 6. 4Hz), 6. 98 (2H, d, J = 8. 
6Hz), 7. 1 3 — 7. 3 6 ( 5H, m) , 7. 44 

( 1 H , d, J = 8 . 1Hz) , 7. 95 (2H, d 
d, J =8. 6, 5. 5Hz), 8. 34 — 8. 46 

(3H, m) . 

4- (N-*^S;l/-N-^f^75y) — N — {2- 

[4- (4-7;^o<yy^;i/) - l -t°^y s^x 
x^/w -N- ( 3-try y/io ^yxrs p ( 2 

4 1. 9rng, 0. 5 0 5 U^/P) £0XrC5%JBIlX 
9J-)VmM (10ml) tc»»U SaT4«fBH« i F 

20:1) ttftitS^fcfciot, gSSffeT^/P^ 
rX«ft*fc LT»Bffr&W£ 2 2 0. lmg(95. 

6%) »fc c 

IR(KBr) : 1 678, 1 63 6, 1 606, 1 3 
72, 1 334, 1 300, 1 22 6, 1 204, 1 1 
82, 1172, 1156, 1140, 974, 83 

0, 7 6 0cm" 1 . 

NMR (CDC1 3 ) a : 1. 66 — 1. 86 (4H, 
m) , 2. 0 3 — 2. 2 6 ( 2H, m) , 2. 64(2 

H, t, J = 6. 6Hz), 2. 7 7 ( 3H, s ) , 
2. 91—3. 16 (3H, m), 3. 96 (1H, b 
r-s) , 4. 03 (2H, t , ,1 = 6. 6 H z ) , 

6. 32(2H, d, J = 8. 6Hz), 7. 03 — 

7. 2 6 ( 5 H , m), 7. 49 (1H, d , J = 8 . 
1Hz) , 7. 95 (2H, dd, J = 8. 8, 5. 5 
Hz ) , 8. 3 3 — 8. 4 1 ( 2H, m) . 

[0 0 7 5] HSSM3 4 4-y^f;l-75y-N- 
{2 - [4- ~ 1 -b°^U 

^'-/^] -N- (3-e»Jy;l/)^X75K 

4-r^y-N- {2- [4- (4-:7/i^ru^yyM 
;i^) - 1 -txyy-;]/] x^/p} -N- ( 3 -try ^ 

;p) H (360. 7 m g, 0 . 8 1 5 L) 

/to **9J—)V (7. 0ml)dl*U 3 7%^ 

AT/i/ft ( 3 . 2mi) tinifco Sia-cflt 

1, y7y**Wftby^A(107. Omg, 

I . 6 2 5 U^E/IO tiiiiifco MST'l S^pRHtfFUfc 

1 ox^Mik^vv^^ymm^Mz-, mst^jv 



(?nn»A : ^^7-;!^ 2 
0:1) tsil/HISft (iBxf;Hx-f^) fcTMf 
Bt4il:tJ:-?t, afetetUHI£^K2 3 
3. 8mg (6 0. 8%) %fz» 
St* : 1 4 7— 1 5 2*C 

IR(KBr) : 1 6 66, 1638, 1620, 16 
00, 1 580, 14 78, 14 26, 1 3 72, 1 3 
26, 1 3 02, 1 2 32, 1 2 00, 1 1 68, 1 1 
42, 1 1 14, 97 6, 81 2, 758cm 1 . 
NMR(CDC1 3 ) a : 1. 66—1. 85 (4H, 
m), 2. 04 — 2. 3 1 ( 2H, m) , 2. 65(2 
H, t, J = 6. 6Hz), 2. 91 (6H, s ) , 
3. 0 0 — 3. 97 (3H, m) , 4. 11 (2H, 
t, J = 6. 6Hz) , 6. 42 (2H, d, J = 9. 
0Hz), 7. 0 2 — 7. 2 2 ( 5H, m) , 7. 48 

(1H, d, J = 8. 1Hz), 7. 95(2H, d 
d, J = 8. 8, 5. 5Hz), 8. 33-8. 39 

( 2H, m) . 

[00 76] mmM3 5 4-xf;l/757-N- { 2 

- [4- (4-7/^p^yyW/P) -l-t^oj^x 
/k] xjSrH — N — ( 3-ty^;l/) OX7S K 
4-^S;k7$/-N- {2- [4- (4-77^n 
^>V4)V) -l-t°^y^x xf-/W -N- (3 
-t°'Jy^)KyX7SK (3 10. 2 m g, 0. 6 5 
5 s 3^fcxf-;|^ (0. 13ml, 1 . 515 

y^E;P) fcitX^-ft+by^A (3 2. 7mg, 0. 
82S>J^) ^ffl^T^J6M3 3i:ll*^S^fi : 

t\ s^teHWA (t«xf/i,-x-f*) fcxmmt 

6Zblz£->T. SM*tU4- (N-xf^-N 
-4v^5;]/T$-/) -N- {2- [4- (4-y/M-u 

^yyM/W - 1 -t°^y *j=jv~\ xfvW -n- (3 

-tiJy»^yXrSK*30 1. Omg (92. 1 
%) »&• 

fflDS : 1 4 0— 1 4 3°C 

IR(KBr) : 1 6 76, 1 648, 1 5 98, 14 
78, 14 24, 1 3 78, 1 3 50, 1 3 1 8, 1 3 
00, 1 288, 1 2 54, 1 2 24, 1 2 08, 1 1 
42, 1114, 854cm" 1 . 
NMR (CDC 1 3 ) a : 1. 10 (3H, t, J = 

7. 0 Hz), 1. 76—1. 9 6 ( 4 H , m), 2. 
04 — 2. 25 (2H, m), 2. 63 (2H, t, J 
= 6. 2Hz), 2. 91—3. 1 2 (3H, m) , 
3. 80 (2H, q, J = 7. 0 Hz ) , 4. 07 (2 
H, t, J = 6. 2Hz), 6. 98(2H, d, J = 

8. 8Hz), 7. 13 — 7. 37 (5H, m), 7. 
47 — 7. 51 (1H, m), 7. 95 (2H, dd, 
J = 8. 6, 5. 5Hz) , 8. 3 3 — 8. 43(3 
H, m) . 

4™ (N-Xf7l/-N-tf/I/$7PT$y) -N- {2- 
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[4- {A-7}V^u^>Y4 )V) - 1 -b^JJ^x 

xfvW -N- ( 3-b°U^) ^yX7S P ( 2 
84. 8mg, 0. 5 7 5 U^AO *ffl^TH6(SW[3 3 

«*^USIjt^2 2 2. lmg (82. 1 

%) »fco 

IR(KBr) : 1 674, 1642, 1602, 15 
28, 1480, 1422, 1 362, 1 328, 1 2 
98, 1 266, 1 228, 1 202, 1 182, 1 1 
70, 1 1 56, 1 1 1 2, 9 74, 6 06cm 1 . 
NMR (CDC 1 3 ) d : I. 20 (3H, t, J = 
7. 0Hz), 1. 7 4—1. 93 (4H, m), 2. 
03 — 2. 26 (2H, m) , 2. 64 (2H, t, J 
= 6. 6Hz), 2. 91 — 3. 21 (5H, m), 
4. 03 (2H, t, J = 6 . 6Hz), 6. 31 (2 
H, d, J = 8. 6Hz), 7. 03 — 7. 26(5 
H, m), 7. 4 7 ( 1 H, d, J = 8. 1Hz), 

7. 94 (2H, dd, J = 8. 6, 5. 5 H z. ) , 

8. 3 7 — 8. 3 8 ( 2H, m) . 

[0 0 7 7] HJ&6M3 6 4- (b°PP- 1 ~A)V) - 
N- {2 - [4- - 1 - b° 

^tjj^k] xjSrKj -N- (3-bU^AO <yX7 
S K 

4-r^y-N- {2- [4- (4-^;^n^yyM 
A) - 1 -b°^U x^A} -N- ( 3 -b°U ^ - 

AO H (316. 3m g, 0. 71S U^E 

;P)2r*Pffi(7. OmDtlgU 2, 
^yfb7tFP77y (0. 10ml, 0. 76SU 

2 0:1) fcitnffeF* (iixf/^-x^ 
^A) KTfKB-Tiifcfci^T. 8JSfBfiB*i: UT« 
IMfc^ttlfc 1 9 7 . 3mg(5 6. 0%)»Jfc o 
ltd? : 1 6 4— 1 6 7°C 

IR(KBr) : 1 664, 1 648, 1 6 1 2, 1 5 
98, 1 522, 1478, 1 378, 1 332, 1 3 
06, 1230, 1208, 1144, 976, 83 
8, 7 2 2cm 1 . 

NMR (CDC1 3 ) d : 1 . 63 — 1. 87 (4H, 
m) , 2. 04 — 2. 20 (2H, m) , 2. 64 (2 
H, t , J = 6. 4Hz), 2. 91 — 3. 07(3 
H , m ) , 4 . 0 8 ( 2 H , t, . J = 6 . 4 H z ) , 

6. 31 (2H, t, J = 2 . OHz), 7. 00 — 

7. 5 5 ( 1 OH, m) , 7. 95 (2H, dd, J = 

8. 6, 5. 5Hz), 8. 39(2H, b r - d , J 
= 2. 6Hz) . 



[0 0 78] HSft#!l3 7 4 -x h^^A^Xj^T S 

y-N- {2 - [4- (4z2MgS>lijk) -1 

-b^'JS/x;l/] Xj^H -N- (3-b°'Jy;i-)^y 
XT 5 Y 

4-r^y-N- {2- [4- (4-y/^n^yyw 

A) - 1 -b^US^x^] x^A-} -N- ( 3-fcTU ^' 
/H^yXrSH (164. 2mg, 0. 37SU^ 
;H Sy?oo^^y(2. Oml ) CSML, 0°CT 
h'JXf^7S> (0. 31ml, 2. 2 0 S 1 J ^ 
AO s ?nntixf^ (0. 11ml, 1. 1 2 5 L> 

^ntsnifco o € C36*fesa-c2 8i©iaiaH s FUfc 

A?n7h/57^ (^on^;t/A : ^ ^y— A 2 
0:1) fcTflWS^iifcfc.fco'C. ffe7^7rX 
LT^Mfr&«J* 1 2 3 . 9mg(64. 6 

%) 

IR(KBr) : 1 730, 1 680, 1 642, 1 5 
98, 1 5 30, 1480, 1426, 14 1 0, 1 3 
76, 1 3 1 0, 1 2 62, 1 2 24, 1 1 80, 1 1 
56, 1140, 1062, 848, 762cm 1 . 
NMR (CDCI3) ^ : 1. 28 (3H, t , J = 

7. 3Hz), 1. 62—1. 85 (4H, m), 2. 

0 3 — 2. 26 (2H, m), 2. 63 (2H, t , J 
= 6. 4Hz), 2. 90 — 3. 17(3H, m), 

4. 05 (2H, t, J = 6 . 4Hz) , 4. 19 (2 

H, q, J = 7. 3Hz) , 6. 56(1H, b r- 
s), 7. 08(2H, d, J = 8. 6Hz), 7. 2 

1 — 7. 26 (5H, m), 7. 4 8 ( 1 H, d, J = 

8. 8Hz), 7. 9 5 (2H, dd, J = 8. 6, 

5. 5 Hz ) , 8. 34 — 8. 37 (2H, m). 

[ 0 0 7 9 ] mmM3 8 4- ( N-;fvl^;l— N-7° 
Pb°;l/7S7) -N- {2- [4- {A-7)V*W<> 
VMAO -1-b^'J^x^] x^AO -N- (3-b° 

4-WS/1/7S7-N- {2- [4- (4-:7/M"U 
<>VWA0 -l-b°^U^x;k] xf;l/} -N- (3 
-t 5 yy^)\yX75K (40 6. 4m g, 0. 8 6 
SU^EAO . 1 -3^-fLrnb 0 ^ ( 9 5jlc 1 , 0. 9 5 

5 U^A) ^ll/ymit^hV^M, (4 0. lmg, 

I. oos'j^) ^m^xmmm3 3tmmcoim^ 

S^»3 7 7. 6mg (84. 7%) »sfc. 
IR(KBr) : 1 678, 1 646, 1 6 00, 1 5 
08, 14 24, 14 08, 1 3 72, 1 3 06, 1 2 
62, 1226, 1204, 1156, 1136, 97 

6 , 8 5 0 cm" 1 . 

NMR(CDC1 3 ) ^ : 0. 83 (3H, t, J = 



(25) 



10-77271 



7. 3Hz), 1. 3 7—1. 54 (2 H, m) , 1. 
76—1. 83 (4H, m) , 2. 04—2. 26 (2 
H, m ) , 2 . 6 3 ( 2 H , t, J = 6 . 4 H z ) , 
2. 90 — 3. 18 (3H, m) , 3. 71 (2H, 
t, J = 7. 0Hz) , 4. 07 (2H, t, J = 6. 
4Hz), 6. 98(2H, d, J = 8. GHz), 

7. 1 3 — 7. 3 6 (5H, m) , 7. 5 3 (2H, 
d, J = 7 . 9Hz), 7. 95 (2H, dd, J = 

8. 6, 5. 5Hz) , 8. 3 5 — 8. 4 2 ( 3H, 
m) . 

[0 0 80] HftM3 9 4 -TPbVkTSy-N- 
{2- [4- (4-7Wn^/^W -l-b°^U 
xf7M -N- ( 3-b°U^) ^yXTS £ 
4- (N-^^/P-N-TntVPTSy) — N— {2 
- [4- (4-7/^n^/>f;H -l-b°^y>>~ 
;H xfvW -N- (3-tUy;H ^>X7S F ( 1 
86. 8mg, 0. 36S'J^) ^ffll^»6H3 3 

W*tUSI{^»174. 6mg(98. 9 

%) »fco 

IR(KBr) : 1678, 1 636, 1 600, 14 
78, 1422, 1 370, 1 33 6, 1 298, 1 2 
24, 1 1 72, 1 1 54, 1 140, 1 1 08, 97 
4, 832, 760, 708, 602cm"i. 
NMR (CDC1 3 ) 5: 0. 95 (3H, t,J = 
7. 3Hz), 1. 4 6—1. 85 (6H, m), 2. 
03 — 2. 25 (2H, m) , 2. 64 (2H, t, J 
= 6. GHz), 2. 91 — 3. 1 6 ( 5H, m) , 
4. 03(2H, t, J = 6 . GHz), 6. 31 (2 
H, d, J = 8. 6Hz), 7. 03 — 7. 22(5 
H, m), 7. 48(1H, d, J = 8 . 4 H z ) , 

7. 94(2H, dd, J = 8. 6, 5. 5Hz), 

8. 3 2 — 8. 3 8 ( 2H, m) . 

[008 1 ] HJSM4 0 4-T^f-;i-T^y-N- 
{3- [4- (4-y;P^-p^x-;P) 
^Zk] ZRgZki -N- ( 3-b°U^) o-xrs K 

4-Tiy-N- {3- [4- (4-7/Wn7x- 
- l -b'^^y-A ] rnttW -N- (3-b°y 

is)V) O-XTS F ( 1 1 5 . 7mg, 0. 27S'J^ 
AO . **@f® (4 0ju 1 , 0. 4 25 U^) *5j;tf 
try >>> ( 3 Oju 1 , 0. 3 7 5 y^E/V) Srffl^T^Jft 
^j3 0i:|lI«^ii#^fi i a < IttioT. atffltfeT^/l/ 
7TX«t LT«Bft£*£ 12 9. 4mg (10 
0%) »fc c 

IR(KBr) : 1 694, 1 640, 1 600, 1 5 
30, 1 5 1 0, 1480, 14 5 2, 1 426, 14 
06, 1 372, 1 3 1 0, 1 2 58. 1 232, 1 1 
78, 1160, 1140, 816, 760, 710c 
m" 1 . 

NMR (CDCI3) d : 1. 88 — 2. 06 (4H, 



m), 2. 1 3 ( 3H, s), 2. 3 8 — 2. 60(6 
H, m) , 3. 03 — 3. 13 (4H, m) , 3. 99 
(2H, t, J = 7. 0Hz), 6. 8 6—6. 95 
(4H, m), 7. 12 — 7. 30 (6H, m), 8. 
3 2 — 8. 4 0 ( 2H, m) . 
[0082] mMM4 1 4-r>W H-N- { 2- 

[4 (A yjv^u^yyj jv) -i-t^<y>?~ 

;P] xf;P} — N — ( 3-b°U OXT5 K 
4-757-N- {2 - [4 - (4-7/WnKyy^ 
AO - 1 -b°^y^~;^] xf;^} -N- ( 3 -try ^ 
)V) <yX7S K (3 34. 9mg, 0. 755'J^ 

;io (1:2) msmm ( 2 . 7 m 1 ) t* 

WU yrys^yw (162. 2m g, 1. so 5 

y^/10 ( 1 . 0m 1 ) tSTFl/CJlLifc. S 

1 HiaatfPLfca. 1 o%*BHtt- h y ^atj«£ 

±oT. SMttU*I^»183. 7mg 
(5 0. 0%) 

■bS : 1 9 1 — 1 9 5°C (#») 
IR(KBr) : 3440, 1 7 02, 1 682, 1 6 
32, 1 6 1 0, 1 5 96, 1 5 30, 1480, 14 
44, 14 1 0, 1 3 78, 1 3 34, 1 3 1 2, 1 2 
60, 1230, 12 04, 854cm-i. 
NMR(CDC1 3 ) a : 1. 26—1. 90 (4H, 
m), 2. 04 — 2. 30 (2H, m) , 2. 63(2 
H, t, J = 6. 4Hz), 2. 8 9 — 3. 19 (3 
H, m), 4. 04(2H, t, J = 6. 4 Hz ) , 

7. 04 — 7. 23(7H, m), 7. 53 (1H, 
d, J = 8 . 1Hz), 7. 95 (2H, dd, J = 

8. 6, 5. 5Hz) , 8. 32 — 8. 37 (2H, 
m) . 

[0083] HSfe#!l4 2 4-75/-N- { 2 - [4 
- ( 4 - 7/^P7x^~ 1 - t KP^y^f /k) - 
1 -b°^JJ y^] X^/lQ — N — ( 3 -try j/)V) ^ 

4-757-N- {2- [4- (4-7;l/tP<^ 

/10 - l -tr^y ^-/^] xfvW -N- ( 3 -try ^ 

;^)<yXTSF (44 5. lmg, 1. OOS'J^: 
;10 £x^y-/k (20ml) tiffiBU - 1 5°CtT 
7j<*^^*^hU^A (167. 4m g, 3. 985 

* — (^PP*/^ : ^^y— 10:1) tCTWS 
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f^»4 3 8. 4mg(97. 7%) »fc c 
IR(KBr) : 33 52, 1 628, 1 604, 1 5 
1 0, 1480, 1426, 1 37 2, 1 298, 1 2 
18, 1 1 74, 1 1 38, 836, 7 58, 708, 

5 9 8cm- 1 . 

NMR (CDC 1 3 ) S : 1 . 17 — 2. 03 (8H, 
m), 2. 56 (2H, t , J = 6. 6Hz), 2. 7 
4 — 2. 99(2H, m), 3. 77(2H, b r - 
s), 3. 99 (2H, t, J = 6. 6Hz), 4. 3 
4 ( 1H, d, J = 6. 6Hz), 6. 40(2H, 
d, J =8. 6Hz) , 6. 91 — 7. 45 (8H, 
m) , 8. 3 2 — 8. 3 7 ( 2H, m) . 
[0084] mmM4 3 4-TW7S/-N- 

{ 3- [4- (4-7/i^n^yyM/i-) - 1 -b^y 

y^] 7°Pb7H -N- (3-b Q 'jy;k) 

4-7iy-N- {3- [4- 

;P) -l-t 0 ^yy-;W TnbVW -N- (3-b°y 

y» (300. Omg, 0. 68S'J^E 

^ teftSBBt ( 9 4// 1 , l . o o 5 y^;i^) fc it/ 
by^> (89jui, i. iosu^) 
CT3ot^a^fiff^tf3^t^ioT. wm&Bmt 

U^I{^»15 2. 5mg (45%)»fc. 

1 7 2-1 7 6*C 
IR (KBr) : 29 52, 1694, 1678, 16 
40, 1 598, 1 536, 1 508, 1 4 50, 14 

06, 1 3 14, 1 304, 1 274, 1 222, 1 1 

6 2, 960 cm" 1 . 

NMR (CDC 1 3 ) 8 : 1. 53 — 2. 20 (8H, 
m), 2. 11(3H, s), 2. 42 (2H, t, J 
= 7. 0Hz), 2. 71 — 3. 2 6 ( 3 H, m) , 
3. 97 (2H, t, J = 7 . 0Hz), 7. 05 — 

7. 40 (5H, m), 7. 12 (2H, dd, eac 
h J =8. 8Hz),7.4 0 — 7.61QH, 
m), 7. 95 (2H, dd, J = 8. 8, 5. 5H 

z ) , 8. 1 6 — 8. 4 0 ( 2H, m) . 
[0085] 4 4- (4-^f/l/AV>j;i/7 

gVj -N- {2 - [4- (4-7;^P<//^M 

xf-;w -n- (3-e'jy» 

4-^/I/gjSB? ( 0 . 14ml, 1. 09SU^;H 
i^oo^^y (3. Oml) tiBL, Otitis 
-ffc^*— /KO. 0 9ml, 1. 26S«JW *ar 
LTftlifco SiftTSWISKffUfca. 4-757-N 
- {2 - [4- (4-^^n^yyM;^) -1-b^ 
y^-;P] JT^/P} -N- (3-t°'Jy;]/)^yX7i 
H (446. 7m g, 1. OOSU^) fci^'Jy 
y ( 0 . 10ml, 1. 245 l?^) *JPi.3to 

t i s «nbb»f Lfc«. mammym^ b y * 



*9J—iV 2 0:1) tsiuWteft (iixf^-x 

«il^«34 1. 6mg(62. 7%) 
It«S : 1 3 7 — 1 4 2°C 

IR(KBr) : 29 52, 1 6 68, 1 648, 1 5 
98, 1 5 26, 14 78, 14 04, 1 3 92, 1 3 
82, 1 3 06, 1 288, 1 2 26, 1 1 70, 1 1 
4 4cm" 1 . 

NMR (CDC1 3 ) ^ : 0. 91 (6H, d, J = 

5. 5Hz), 1. 4 6—1. 82 (7H, m), 2. 
0 3 — 2. 39 (4H, m), 2. 62 (2H, t , J 
= 6. 4Hz), 2. 90 — 3. 08(3H, m), 
4. 05(2H, t, J = 6 . 4 Hz ) , 7. 03 — 

7. 41 (8H, m), 7. 95 (2H, dd, J = 

8. 6, 5. 5Hz) , 8. 34 — 8. 39 (2H, 
m) . 

[0086] mMM4 5 4-7x~;K7W H~N- 

{2 - [4- (4-y/^n^>-/-f;P) -l-b^Jj 
S^Zk] xf;^} -N- (3-b°'jy;i/)<yX7SK 
4-T5y-N- {2 - [4 - (4-7/^n<yyM 
no - 1 -tr^y xfvW -N- ( 3 -by *s 

;l/)<yX75K (4 4 6. Omg, 1. OOS'J^E 

AO %mt*^i/y (5. Om 1 ) tigJffU ##T\ 

7i«;HV^7VK0. 16ml, 1. 505 y 
±)V) tSTFtfeo Ifflt2 4WriltfL^S, fi&ftK 

u ^^ix^wss^MWS-f^by^^K^s. *t 
tr »6fLfca»* ^ y # 7^?n7b ^ 

7 -f— (?nn*;PA : 2 0:1) jsitf 

S^ft (llxf^-x-f/W tiOWH^iikfc: 

ioT. afeS*J:UiI^»5 14. 4mg 
(9 1. 0%) 
BUS : 1 7 0 — 1 7 3°C 

IR(KBr) : 33 60, 1 7 1 2, 1 6 78, 1 6 
20, 1 5 98, 1 5 36, 1 5 00, 1442, 14 
08, 1 3 1 0, 1 2 32, 1 2 04, 1 1 82c 
m-i . 

NMR(CDC1 3 ) a : 1. 55—1. 95 (4H, 
m) , 1 . 9 6 — 2. 46 (2H, m) , 2. 63 (2 
H, t, J = 6. 4Hz) , 2. 8 0 — 3. 35 (3 
H, m), 4. 04(2H, t, J = 6. 4Hz), 

6. 86 — 7. 60 (12H, m) , 8. 00 (2H, 
dd, J = 8. 8, 5. 5Hz), 8. 00 — 8. 15 

(1H, m), 8. 15 — 8. 43 (2H, m). 

[0087] HS6#!I4 6 4-T55yV-N- { 2~ 

[4- (4-7/i^p<yyM/H -i-b^y^ 
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)V\ x^;M -N- ( <VX7S K 

4-yry-N- {2- [4- (4-y/l^n^yyM 
/10 - 1 -h°^>Jy^;l/] xf;H -N- ( 3 -by y 
;|/)\yXTSK (4 5 6. Omg, 1. OOS'J^ 

aasi o^r^— T-x^y— ;i^isffl[ ( 1 2. om 

(^nn^A : *$J~}\, 5:1) tCTftf 

5 1 . Omg (3 2. 0%) fit, 
BUS : 2 0 0 — 2 0 2°C 

IR(KBr) : 3336, 29 5 2, 1 680, 1 6 
32, 1 598, 1482, 1430, 14 1 0, 1 3 
0 8, 1228, 1156, 856cm" 1 . 
NMR (CDC1 3 ) d : 1. 60 — 2. 20 (4H, 
m), 2. 2 0 — 3. 70 ( 1 OH, m), 4. 18 
(2H, t, J=5. 9Hz), 7. 00 — 7. 86 
(4H,m),7.16(2H, dd, each J = 
8. 6 Hz), 7. 6 4 ( 2 H , d, J = 8 . 6H 
z) , 7. 98 (2H, dd, J = 8. 6, 5. 3H 
z ) , 8. 1 5 — 8. 5 0 ( 2H, m) . 
[0 0 88] Hftffl4 7 4->f VTnb°;PT5y-N 
- {2 - [4- (4-y;M-p<yyW ;k) - 1 -b^ 
yy^j xjyj^j ~n~ ( 3-by ^yxrs 
Ji 

4-*/l^$/l/T$y-N- {2- [4- (4-y/Ktu 
^yyM/H -l-^'J^]xf;K — N— (3 
-try ^) ^yxrs f ( 3 9 1 . omg, 0. 82 
su^) , a^yrnttKo. 10ml, 1. 

OOSU^E/P) t3<tV**^bU^A (3 5. 8m 
g, 0. 9 0 5 U^;P) £fflVvcHftffl3 3£|II«i<7)fl 
fisfctrW StKB»A (iixf/p-x^) 
«ShT&^i:^J;->T. 8»BfiB*f:UT4- (N-* 

/ps/i^-n— f yrutvi/rsy ) -n- {2- [4- 

(4-7Mn^yy">f;P) -l-b^U^-/^] x^ 
/I/} -N- ( 3-by >?/!✓) ^yX7S FSr 1 4 6 . 6 
mg (34. 6%) Wz* 
SI* : 1 5 1-1 54*C 

IR(KBr) : 1 676, 1652, 1596, 14 
78, 1426, 1 388, 1 380, 1 3 1 8, 1 3 
00, 1 2 56, 1224, 1210, 1142, 11 
14, 976, 852, 720cm" 1 . 
NMR (CDC 1 3 ) & : 1. 13 (6H, d, J = 
6. 8Hz), 1. 6 9—1. 96 (4H, m), 2. 
04 — 2. 31 (2H, m) , 2. 62 (2H, t, J 



= 6. 2Hz) , 2. 90 — 3. 19(3H,m), 

4. 07(2H, t , J = 6. 2Hz), 4. 68(1 
H, m) , 6. 9 3 — 7. 36 (7H, m ) , 7. 46 
— 7. 56 (1H, m), 7. 95 (2H, dd, J = 
8. 8, 5. 5Hz) , 8. 37 — 8. 42 (2H, 
m) . 

4 (N-*;PS^-N->fy7n^rsy) -N- 
{2- [4- (4-7;^n^yy^;i/) -l-b^y 
x^/P} -N- ( 3 -b°y i/)l>) <yXTS K 
(14 0. Omg, 0. 27Sy^) *fflV^T*JSW 

3 3t^«^)fIf^ff3^i:^J:^T. MM*tL 

T«I^ai*12 2. 2mg(9 2. 6%)»fc. 

MLiS : 1 1 5—1 2 0°C 

IR(KBr) : 1 680, 1 6 38, 1 6 04, 14 
30, 1 3 62, 1 340, 1 3 20, 1 2 96, 1 2 
86, 1 2 72, 1 2 22, 1 2 1 0, 1 1 82, 1 1 
70, 1138, 1114, 832, 762, 704, 
6 0 0 cm" 1 . 

NMR(CDC1 3 ) a : 1. 15 (6H, d, J = 

5. 5Hz), 1. 6 6—1. 85 (4H, m), 2. 
0 3 — 2. 30 (2H, m), 2. 64 (2H, t, J 
= 6. 6Hz) , 2. 91—3. 16(3H,m), 

3. 51 — 3. 64(2H, m ) , 4. 02 (2H, 
t, J = 6 . 6Hz) , 6. 29 (2H, d, J = 8. 
6Hz), 7. 03 — 7. 2 2 ( 5H, m) , 7. 47 
(1H, d, J = 8. 1Hz), 7. 94 (2H, d 
d, J = 8. 8, 5. 5Hz), 8. 34 — 8. 37 

( 2H, m) . 

[0089] mMM4 8 4 h^^^ZkZ § 

y-N- [2 - (4-^/^f^-i-e^'jyx^) 

x^] -N- ( 3 -b°y j?)V) sQXT 5 K 

4-r^y-N- [2- (4-^yy>f/H 1 -b^y 
zs-)V) x^/p] — n — (3-t»Jy;P)^yXrSP 

( 2 0 9. lmg, 0. 48SU^) . h'JxW 
Sy (0. 42ml, 2. 9 5S'J^)i3±^nn 
KSxf/KO. 14ml, 1. 42S^;P) ^fflV^ 
7i:l«l«^)!JM^&tT'3ii:eJ:oT. fifi» 
*t UT^Hfl:^** 2 1 7 . 6mg(90. 6%) # 

SI* : 1 6 5 — 1 6 8°C 

IR(KBr) : 1 7 30, 1 6 64, 1 6 00, 1 5 

3 4, 1442, 1426, 1360, 1308, 12 
98, 1230, 1142, 1112, 1068, 71 
Ocm -1 . 

NMR (CDC 1 3 ) a : 1 . 28 (3H, t, J = 
7. OHz), 1. 7 7—1. 87 (4H, m), 2. 

04 — 2. 30 (2H, m), 2. 63 (2H, t, J 
= 6. 4Hz), 2. 89 — 3. 22(3H, m), 

4. 0 5 ( 2 H, t , J = 6 . 4Hz), 4. 18(2 
H, q, J = 7. OHz), 6. 59(1H, br- 
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s ) , 7. 11 — 7. 63 (9H, m> , 7. 8 7 — 
7. 95 (2H, m) , 8. 34 — 8. 39 (2H, 
m) . 

[00 90] HJSM4 9 4 -^S/l-7Sy-N- 

[2 - (4-^yyW;i— l -t^y >>-/p) xf;^] 

-N- (3-t°yy;l/)^yX7$F 

4-rsy-N- [2- (4-<yyM/i'-i-bxij 

/l, ) x^;P] - N - ( 3 - 1° U V)V ) 5 K 

(4 19. lmg, 0. ,11(0. 1 

2ml, 3. 1 0 5 ^it/^7]c^ ( 0. 2 5 

ml, 2. 6 5S>J^;H Jffl^TS»|3URIl^ 

4 16. Omg (93. 0%) ftfc. 
BUS : 1 6 0— 1 6 3*C 

IR(KBr) : 1 698, 1676, 1648, 16 
02, 1 534, 1446, 1424, 1406, 1 3 
90, 1 368, 1 308, 1 254, 1 1 34, 97 
4, 7 1 2 cm-i . 

NMR (CDC1 3 ) 3 : 1. 77 — 1. 93 (4H, 
m), 2. 0 4 — 2. 20 (2H, m), 2. 63 (2 
H, t, J = 6. GHz) , 2. 8 9 — 3. 02(3 
H, m), 4. 05(2H, t, J = 6 . 6Hz), 
6.81— 6. 90 (1H, m),7. 1 3 — 7. 3 3 
(4H, m) , 7. 44 — 7. 51 (4H, m) , 7. 
87 — 7. 9 5 (2H, m) , 8. 33—8. 40 (3 
H, m) . 

[0091] mmm 5 0 4-x^r ^ / -n- [2 
- (A-^yv^i )v- 1 -b°^yy~;w xf-zn -n 

( 3-b°U^) 5 H 

4-*;l/S;l/75y-N- [2 - (4-<y/>(^-l 
-f^ysx— xf/l^] -N- 
XT S F (204. 2mg, 0. 455 y^/H . 3^ 
-ffcX^/MO. 10ml, 1. 1 6 SU^r/P) tSitX* 
*fttHJ^A(2 0. 8mg, 0. 5 J 
ffl^tlWJ3 3t»fIMm\ S^fcBtefi 

88*6»*i:LT4- (N-xf;P-N-**S;PrS 
y) — n — [2- (4-<yy^;i/-i-bxyy- 

;k) xf;k] — N — (3-eyy;H ^>X7S K£ 1 
98. 7mg (91. 1%) ftfc, 
St*: 1 2 4-1 2 5t 

IR(KBr) : 2936, 1 67 6, 1 6 50, 1 6 

06, 1478, 1448, 1422, 1 378, 1 3 
60, 1 322, 1 288, 1 2 5 2, 1 208, 1 1 
42, 1128, 1114, 974, 764, 718, 
6 9 8cm" 1 . 

NMR (CDC1 3 ) a : I. 10 (3H, t , J = 

7. 3Hz), 1. 7 8—1. 87 (4H, m) , 2. 
04 — 2. 27 (2H, m) , 2. 63 (2H, t, J 
= 6. 2Hz), 2. 90 — 3. 24 (3H, m) , 



3. 79 (2H, q, J = 7. 3Hz), 4. 07 (2 
H, t, J = 6. 2Hz), 6. 98(2H, d ; J = 
8. 6Hz), 7. 14 — 7. 57 (7H, m), 7. 
87 — 7. 96 (2H, m) , 8. 33 — 8. 42 (3 
H, m) . 

4- (N-Xf;l/-N-^^^757) -N- [2- 
1 -tWj >?~/^) xf;H — N — 
(3-t'jy/P) <yX7SMl91. lmg, 0. 

39sy^) %m^xmmM3 3b\%Mcomft$:fto 

mg (83. 1%) 
II* : 1 8 2 — 1 8 3°C 

IR(KBr) : 1 670, 1 646, 1 6 08, 1 5 
28, 1448, 14 22, 1 3 60, 1 3 28, 1 3 

04. 1266, 1204, 1182, 1112, 97 

2, 7 08cm-i. 

NMR (CDC 1 3 ) a : 1. 20 (3H, t, J = 
7. 3Hz), 1. 83—1. 95 (4H, m) , 2. 
03 — 2. 31 (2H, m), 2. 64 (2H, t, J 
= 6. 6Hz), 2. 90 — 3. 20(5H,m), 

3. 74 ( 1H, br-s), 4. 02 (2H, t, J 
= 6. 6Hz), 6. 31 (2H, d, J = 8. 6H 

z ) , 7 . 0 8 — 7. 16(3H,m),7.43 — 
7. 50 (4H, m) , 7. 86 — 7. 9 5 (2H, 
m) , 8. 36 — 8. 38 (2H, m) . 

[0092] mmm 5 1 [2 

- (4-OVM;U- l-b°^US^;P) xf;l/] -N 

- (3-e»Jy» OX7$ K 
4-^S/^7S7-N- [2- (4-^/^f^-l 
-t°^y >>~/k) xf*^] -N- (3-b°y^)^y 
XT 5 K (268. 5mg, 0. 5 9SU^£7P) . 3^ 
-ftXf^MO. 0 5ml, 0. 80S'JW) tSitX* 
Mtb'J^A (26. 9mg, 0. 675'JW) ^ 

S*tUSI^ft^l3 2. 4mg(5 0. 7%) 

: 1 8 9— 1 9 0°C 
IR(KBr) : 1 6 72, 1 646, 1 6 06, 1 5 
32, 1446, 14 26, 1 3 62, 1 3 36, 1 3 
06, 1 2 76, 1 2 02, 1 1 82, 1 1 72, 1 1 
10, 972, 828, 712cm" 1 . 
NMR (CDC 1 3 ) a : 1. 76—1. 86 (4H, 
m) , 2. 04 — 2. 19 (2H, m) , 2. 64 (2 
H, t, J = 6. 6Hz), 2. 77(3H, d, J = 

5. 1Hz) , 2. 8 0 — 3. 3 0 (3H, m) , 3. 
85 (1H, br-s) , 4. 03 (2H, t, J = 

6. 6 Hz ) , 6. 32 (2H, d, J = 8. 6H 
z), 7. 09 — 7. 25(3H,m), 7.44 — 

7. 51 (4H, m), 7. 86 — 7. 95 (2H, 
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m) , 8. 3 3 — 8. 3 7 (2H, m ) . 

[0093] mnms 2 

[2- 1 - e^'Jy^) xf-;k] 

-N- ( 3 -by ^y^'yx/i/^yrs g 
4-T5/-N- [2 - (4-^>yW;p- 1 -b^y 

XiM/] -N- (3-tyy» ^y-b>^ 
*y7SM200. Omg, 0. 43S'JW) . * 

*BS(5 3jLti, 0. 56S^;i/) feiweyy'y 

(53/xl, 0. 65S'J^;l/) SrfflV^TH»fi?y3 Of: 

-ffc^HJ*l 7 0. 4mg (7 8. 3%) »fc c 

: 1 7 9— 1 8 4°C 
IR(KBr) : 1 674, 1 594, 1 5 3 6, 1 4 
00, 1 368, 1 346, 1 3 14, 1 262, 1 1 
58, 1 094, 736cm 1 . 
NMR (CDC 1 3 ) d : 1. 40 — 1. 90 (4H, 
m), 1. 90 — 2. 26 (2H, m) , 2. 20 (3 
H , s ) , 2. 4 8 ( 2 H , t , J = 6 . 6Hz), 
2. 6 5 — 2. 9 5 (3H, m ) , 2. 95 — 3. 30 
( 1H, m) , 3. 7 1 (2H, t , J = 6. 6H 
z ) , 7. 10 — 7. 76(9H,m), 7. 76 — 
7. 98 (2H, m), 8. 15 — 8. 30 (1H, 
m) , 8. 4 0 — 8. 5 6 ( 1 H, m) . 

[0094] mmm 5 3 4-^/i-f-^w f-n 

- {2 - [4- ( A-y)V^u^yy^)V) - i - b ^ 
x^;H -N- (3-trys^) 

H 

4-7S/-N- {2- [4- (4-7/I/tD<y^ 
JV) - 1 -h^yy-;W X^/P} N (3-h°'Jy 
/|/)^yX75K (44 6. 8m g, 1. OOS'J^ 
;^Jij?y^;MlO. 0ml ) CS»L, ^f;H 
VttzsT*—h (190. lmg, 2. 525U^t 
cox^y— ;PSSgft (2. 0ml) £}STLfc 0 12 

SSW& S B (Plxf^-x^) fciOfW-T* 
ifcfci^T. &fi^fcLTaB^»£426. 5 
mg (82. 1%) 
K : 1 4 7— 1 4 9°C 

IR(KBr) : 33 1 2, 1 682, 1 626, 1 5 
92, 1 570, 1 548, 1 5 1 0, 1 4 52, 14 
26, 14 1 6, 1 378, 1 33 6, 1 3 1 2, 1 2 
72, 1 230, 1 206, 1 1 58, 1 140, 7 1 
2 cm" 1 . 

NMR (CDC1 3 ) a : 1 . 76 — 1. 94 (4H, 
m) , 2. 0 4 — 2. 3 0 ( 2H, m) , 2. 61 (2 
H, t, J = 6. 2Hz), 2. 9 0 — 3. 14(3 
H, m), 3. 1 2 ( 3 H , d , J = 4 . 6Hz), 
4. 06(2H, t, J = 6. 2Hz), 6. 04 — 
6. 0 8 ( 1H, m), 6. 97 — 7. 13 (4H, 
m), 7. 2 6 — 7. 3 6 ( 2H, m) , 7. 57(2 



H, br-d, J = 1 0 . 8Hz) , 7. 95 (2H, 
dd, J = 8. 6, 5. 5Hz) , 8. 32 — 8. 42 
( 2H, m) . 

[0 0 9 5 ] HSfe^ll 5 4 N- {2 - [4~ (4-?)V 

^u^yy^iv) -i-b^y^-;i-] x^yp} -n- 
(3-b°y^;P) -4- (3-b°yy;^^;P) T^y 

7VP=f>SPHSiT\ 4 — t s y — n — {2 - [4- (4 

-7;^n^/>f/P) -l-b°^y^x;p] x^;W 
-N- ( 3 -b°y >?/!✓) \yXT 5 F (44 6 . Om 

g, 1. oosy^) ^^y-;Kio. omi) 

tliL, ^3fyr^ftMl39. Omg, 1. 
30 5'J^/H tf)**./— (2. OmDfiiV 
ffl® (MM) aSi-C2WHSBWFLfca. 0 

■ccjfrsiu ^ry**fli3j?^*^M;^ (95%, 

46. 3mg, 0. 7 0$'J^) SrJPi_. f^^i3 
04HBHIfFUfeo Sa*-C»^fciBKS±(f . 3B#p H lfi| 

(^nn*^A : y^y-zl- 3 0:1) ttSltS 

1^j£44 5. 7m g (83. 0%)»fc o 
IR(KBr) : 1 678, 1 6 36, 1 6 06, 1 5 
24, 14 78, 14 1 2, 1 3 36, 1 3 04, 1 2 
26, 1 1 82, 1 1 56, 1 1 06, 974cm" 1 . 
NMR (CDC 1 3 ) a : 1. 40 — 2. 00 (4H, 
m) , 2 . 0 0 — 2. 35(2H,m),2.63(2 
H, t, J = 6. 6Hz), 2. 8 0 — 3. 30 (3 

H, m ) , 4. 03 (2H ; t , J = 6 . 6Hz), 
4. 2 8 (2H, br-s), 6. 36 (2H, d, J 
= 8. 8Hz), 6. 95 — 7. 33(6H, m) , 
7. 36 — 7. 70 (2H, m), 7. 95 (2H, d 
d, J = 8. 8, 5. 5Hz), 8. 25 — 8. 40 

( 2H, m) , 8. 4 0 — 8. 6 3 ( 2H, m) . 
[00 96] mt&M5 5 N- { 2- [4- (4-^;P 

;tn<yy^;H - l-wjy^] xjKnw -4- 
-r?^./ i /ir^y-\- (3-b°y^';p) ^yxrs 

4-T^y-N- {2- [4- ( 4-y/]^tu^yyW 
/iO - 1 -b°^y^x;H x&)V) -N- ( 3-tfU ^ 

;i/)^yX7SK (3 00. omg, o. 6 7 s y ^ 

;P) , -^f^pij ( 1 7 8. Omg, 

I. OOSU^P) , 4-DMAP (Mil)fcJ:^ 
^ttTb°y^> (5. 0ml ) SfflV^TllJtWl 6fc 

7 1. 3mg (9 7. 3%) 

IbS : 2 1 0 — 2 1 2°C 
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IR(KBr) : 29 52, 1 680, 1 6 58, 1 6 
00, 1 576, 1 536, 1 5 1 0, 1 484, 14 
1 8, 1 376, 1 292, 1 24 0, 1 1 62, 1 1 
44 , 1 1 1 6, 978cm 1 . 
NMR (CDC1 3 ) d : 1. 50 — 1. 95 (4H, 
m), 1. 9 5 — 2. 33 (2H, m), 2. 61 (2 
H, t, J = 6. 4Hz), 2. 7 3 — 3. 35(4 
H, m), 4. 04(2H, t, J = 6. 4Hz ) , 
7. 12 (2H, dd, each J = 9. 0Hz), 
7. 1 5 — 7. 66 (7H, m) , 7. 95 (2H, d 
d, J = 9. 0, 5. 5Hz), 8. 0 2 — 8. 2 3 
( 1 H, m) , 8 . 2 3 — 8 . 50(3H, m),8. 
5 0-8. 79 ( 1H, m) , 8. 90— 9. 13(1 
H, m) . 

[0 0 9 7] SU6M5 6 4- (yTy-f ^y7x./^ 
T^y-N- {2- [4- (A-y)V^U^ 

yy^tv) -i-e^i;y~;p] -n- (3- 

4-7S/-N- {2- [4- (4-7/l/tO<yy^ 
;k) - 1 -e^U S^/H -N- (3-t'Jy 

;l^> K (667. 3m g, 1. 4 9 5 U^E 

;p) £ 1 , 4-5^Mfy (8. Oml) fc?M?U * 
**fttf- b'J T >A(66. Omg, 1. 6 5 5 U 

y7y*;pJpWS^K 5 56. Omg, 2. 2 6 

2. Omg (87 . 7%) ftfc. 

: 1 8 6— 1 8 8°C 
IR(KBr) : 2 1 96, 1 678, 1 634, 1 5 
96, 1 5 52, 1488, 1430, 1408, 1 3 
92, 1 344, 1 3 1 6, 1 228, 1 1 62, 1 1 
90, 1162, 1148cm 1 . 
NMR (CDC 1 3 ) d : I. 75 — 1. 94 (4H, 
m), 2. 0 4 — 2. 26 (2H, m), 2. 62 (2 
H, t, J = 6. 2Hz) , 2. 8 9 — 3. 06(3 
H, rn), 4. 05(2H, t, J = 6 . 2Hz), 
7. 03 — 7. 58 (13H, m) , 7. 94 (2H, 
dd, J = 8. 8, 5. 5Hz) , 8. 33 — 8. 41 
( 2H, m) . 

[0098]^1M57 4- (2-yT/my 
y) -N- {2- [4 - (4-:7;i^tP^yyM/M - 

l-bX'Jy^]Xf;W -N- (3-e'Jy»^ 
yXT 5 £ 

/JctfTF. 4- (y7y^y7x7^y^f^) 7S7 

-N- {2 - [4- - 1 - 



b°^U^;k] x^;W -N- (3-b°U^) 
TSF (2 37. 2mg, 0. 4 0S'J^) ^7>^ 
-T^^y-MWM (3. Oml) fcifflSU 

T . LT«8Mfc£«J* 14 1. 8 m g (6 

7. 4%) »fc 0 

HbS: 2 1 7-2 18°C (4MB) 
IR(KBr) : 33 56, 2184, 1686, 16 
44, 1 5 98, 1 5 78, 1 5 38, 1 5 1 0, 14 
42, 14 1 8, 1 386, 1 3 06, 1 2 24, 1 1 
98, 1142, 714, 604cm" 1 . 
NMR (CDC 1 3 ) & : 1. 75—1. 81 (4H, 
m) , 2. 03 — 2. 39 (2H, m) , 2. 5 5 — 
2. 68 (2H, m) , 2. 89 — 3. 06 (3H, 
m) , 4. 04 (2H, t, J = 6. 4Hz), 6. 1 

0 (2H, br-s) , 7. 03 — 7. 33 (7H, 
m ) , 7. 5 0 ( 1 H , br-d, J = 7 . 9Hz), 

7. 95 (2H, dd, J = 8. 6, 5. 5Hz), 

8. 3 5 — 8. 3 9 ( 2H, m) . 

[0 0 9 9 ] SK&fefllJ 5 8 4- ( 2-i/77-3, 3~ 
S^jTk^T^MZj ~ N — {2 - [4- {A-y)V^ 

p^yy^/k) - l -tr^u y^] xjypj -n- 
( 3-b Q U v-VP) ^yxrs F 

*}£T\ 4- (y7y>f5y7xy^y^f;l/) r$y 
-N- {2 - [4- (4-y;^o^yy^^) - 1 - 
tWJ x^;W -N- (3 -KITSAP) O-X 

T 5 K (210. 3mg, 0. 365 U^P) 

*7sy*affli (3. omi) cisLt, ssan 2 

10:1) ti^ffimtHi^t, fife 

T&V7 T Xim^Mk LT«»ffr&*£ 18 3. 6 m g 
(94. 2%) ffcfc 0 

IR(KBr) : 2944, 2176, 1646, 16 
00, 1 5 52, 1 5 1 2, 1482, 1446, 14 

1 2, 1 3 76, 1 3 38, 1 3 02, 1 2 64, 1 2 
26, 1186, 1170, 1140, 7 54 c m~K 
NMR (CDC 1 3 ) & : 1. 65—1. 83 (4H, 
m) , 2 . 0 3 — 2. 18 (2H, m) , 2. 62 (2 
H, t, J = 6. 2Hz), 2. 85 — 3. 18(3 
H, m) , 2. 85 (3H, s) , 3. 05 (3H, 
s), 4. 05 (2H, t, J = 6 . 2Hz), 6. 6 
1 — 6. 80 (3H, m), 6. 96(1H, br- 
s), 7. 13 — 7. 30(3H,m), 7.41 — 
7. 45 (1H, m) , 7. 81—7. 91 (2H, 
m) , 8. 37 — 8. 39 (2H, m) . 
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[0100] mWM 5 9 N- {2 - [4 - 

^u^yY^Jk) -l-tr^uy-;P] xf/i/> - 4- 

^y^3f/^f;|/75y-N- (3-b°'J^) 
4-757-N- {2- [4- 

/t-) - l -t°^y i/—jv~\ x^} -N- ( 3-b°y ^ 

;I.)\yXrSK (300. Omg, 0. 675 U^E 
, >f y^fyl^ny KiSKta ( 1 7 8. Om 
g, 1. OOSyW) fciM-DMAP 

zm^xmmm 5 5 1 nm^m^^i o^t^->x, 

»8Bfe»*i: LT*II^ft£ 3 7 4. Omg (gf 
BJbS: 1 9 8-1 9 9t 

IR(KBr) : 29 52, 280 0, 1 680, 1 6 
58, 1 598, 1 5 1 0, 1484, 1438, 14 
1 0, 1 380, 1 300, 1 22 6, 1 206, 1 1 
62, 1 144, 976cm" 1 . 
NMR (CDC 1 3 ) d : 1. 50 — 1. 92 (4H, 
m), 1. 95 — 2. 33(2H,m), 2. 61 (2 
H, t, J = 6. 4Hz), 2. 76 — 3. 30(4 
H, m) , 4. 05(2H, t , J = 6 . 4Hz), 
6. 90 — 7. 33(2H, m), 7. 13 (2H, d 
d, each J = 9. OHz), 7. 33 — 7. 56 
( 3H, m) , 7 . 5 6 — 7 . 73 (2H, m) , 7. 
96 ( 2 H , dd, J = 8. 8, 5. 3Hz), 8. 0 
5 — 8. 40 (3H, m) , 8. 60 — 8. 80 (2 
H, m) . 

[0101] ra«fcUTH*«6 0-87^i^ 

mmm 6 o 4-r;y-N- {2- [4- u^zzk 

tP<yy^;l-) -l-b°^U^~;l4 xf-;H -N- 
( 6~y Ky-3-^'Jy» ^yXTS F 
Bft»*(92.1%) . I£& : 155— 157°C 
IR(KBr) : 1680, 1628, 1600, 1490, 1438, 1396, 1378, 1306, 12 
80, 1250, 1224, 1204, 1172, 1156, 1140, 1018, 974, 834, 754, 
602cra- 1 . 

NMR (CDC1 3 ) a : 1 . 65—1 . 95 (4H , m) , 2 . 03—2 . 19 (2H , m) , 2 . 6 
1 (2H, t, J=6. 6Hz) , 2. 93— 3. 17 (3H, m) , 3. 75(2H, br-s) ,3.8 
8 (3H, s) , 3. 96 (2H , t , J=6 . 6Hz) , 6 . 43 (2H , d , J=8 . 6Hz) , 6. 62 
( 1H , d , J=8. 8Hz) , 7 . 03—7 . 22 ( 4H , m) , 7 . 37 (2H , dd , J=8 . 8 , 
2 . 6Hz) , 7 . 88 (1H , d , J=2 . 6Hz) , 7 . 95 (2H , dd , J=8 . 8, 5 . 5Hz) . 
H»J6 1 4-T^y-N- {2- [4- (A-yjV 

^ufS>2£AJk) ~ l -b°^u^~;p] xjVM -N- 
( 2-?pp-3-h°U^;lQ <yX7S K 
S5«fe*&*(S»»)s MbS: 149-152°C(^») 
IR(KBr) : 3356, 1678, 1630, 1598, 1562, 1516, 1450, 1408, 13 
70, 1338, 1302, 1264, 1228, 1206, 1174, 1156, 1140, 1062, 97 
6,850,836,758,604 cm 1 . 

NMR (CDC1 3 ) d : 1 . 70—1 . 92 (4H , m) , 1 . 96—2 . 24 (2H , m) , 2 . 6 
1—2. 77(2H, m) , 2. 80— 3. 26 (4H, m) , 4. 28— 4. 31 (1H, m) , 6. 



42(2H,d,J=8.6Hz),7.03— 7. 22(5H,m) , 7.60(1H, dd, J=7. 
7,1.5 Hz),7.94(2H,dd,J=8.6,5.5Hz),8.23(lH,dd, J=4. 
4,1.5Hz). 

[0102] HSfe#!l6 2 4-T5y-N- { 2 - [4 

- (A-y)V^u^yy^ )V) -i-b°^y^;p] x 
±n/\ -N- (6-;pp-3-^jy;W ^VXTS 
JL 

fifi7^7r (55 . 4%) 

IR(KBr) : 3356, 1678, 1632, 1600, 1460, 1390, 1364, 1296, 12 

64 , 1 224 , 1 204 , 1 1 72 , 1 1 56 , 1 138 , 1 108 , 974 , 836 , 760 , 602cm 
-l _ 

NMR ( CDC 1 3 ) & : 1 . 77—1 . 86 ( 4H , m) , 2 . 03—2 . 26 (2H , m) , 2 . 6 
l(2H,t,J=6.4Hz),2.90— 3. 18(3H,m) ,3.82(2H,br-s) , 3.9 
9 (2H , t , J=6 . 4Hz) , 6 . 44 (2H , d , J=8 . 4Hz) , 7 . 05—7 . 26 (5H , 
m) ,7. 45 (1H, dd, J=8. 4, 2. 6Hz) , 7. 95 (2H, dd, J=8. 6, 5. 5H 
z),8.15(lH,d,J=2.4Hz). 

mmm e 3 4-rsy-N- {2 - [4 - u-yo 

rt^yV4)V) - 1 -h°^U^~;P] xjTPj — N — 

Sfe»*(63.3» . H£ : 164-168'C 
I R (KBr) : 1666 , 1640 , 1604 , 1 586 , 1478 , 1420 , 1370 , 1332 , 13 
02 , 1264 , 1250 , 1210 , 1178 , 1128 , 1090 , 974, 836 , 762 , 710cm 
-l _ 

NMR(CDC1 3 ) & : 1 . 64—1 . 84(4H, m) , 2. 02— 2. 18 (2H, m) , 2. 6 
3(2H,t,J=6.4Hz),2.90— 3. 15(3H, m) ,3. 78 (2H, br-s) , 4. 0 
2(2H,t,J=6.4Hz),6.41(2H,d,J=8.6Hz),7.09(2H,d, J=8.6 
Hz) , 7 . 14—7 . 19 ( 1H , m) , 7 . 38—7 . 47 (2H , m) , 7 . 85 (2H , d , J= 
8. 4Hz) , 8. 35 (2H, br-d, J=2. 6Hz) . 
[0 10 3]*»J64 3-T 5y-N- { 2- [4 

- (4 -7/1/toOyy^) - 1 -h°^Jj x 
^)V) -N- ( 3 - h° U l/)V) 5 Y 
fifi»*(50.2» . : 184-185*C 

IR (KBr) : 1668, 1644, 1590, 1426, 1378, 1364, 1332, 1310, 12 
68,1224,1204,1170,1114,974, 866,746,710,608cm- 1 . 
NMR ( CDC 1 3 ) a : 1 . 75—1 . 94 ( 4H , m) , 2 . 02—2 . 29 (2H , m) , 2 . 6 

1 (2H , t , J=6 . 4Hz) , 2 . 89—3 . 18 (3H , m) , 3 . 61 (2H , br-s) ,4.0 
3 (2H , t , J=6 . 4Hz) , 6 . 45—6 . 68 (3H , m) , 6 . 83—7 . 26 (4H , m) , 
7 . 47 ( 1H , d , J=8 . 4Hz ) , 7 . 95 ( 2H , dd , J=8 . 6 , 5 . 5Hz) , 8 . 35— 
8.40(2H,m). 

mm 6 5 2, 4-^rsy-N- [2- u-^y 
yM;i-i-txy^/i/)xf/p] -n- (3-tru 

IR (KBr) : 3360, 1678, 1620, 1580, 1510, 1478, 1446, 1424, 13 
72 , 1304 , 1272 , 1222 , 1208 , 1 142 , 974 , 766 , 752 , 700cm 1 . 
NMR ( CDC 1 3 ) a : 1 . 77—1 . 96 (4H, m) , 2. 04— 2. 32 (2H, m) , 2. 6 

2 (2H , t , J=6 . 4Hz) , 2 . 92—3 . 22 (3H , m) , 3 . 62 (2H , br-s ) , 4 . 0 
1 (2H , t , J=6 . 4Hz) , 4 . 82 (2H , br-s) , 5 . 64 ( 1H , dd , J=8 . 4 , 1 . 8 
Hz) , 5.84UH, s) , 6. 52(1H, d, J=8. 4Hz) , 7. 13— 7. 26 (1H, 

m) , 7 . 43—7 . 51 (4H, m) , 7. 87—7 . 95 (2H , m) , 8 . 30—8 . 40 (2 
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H,m). 

[0104] mmme e 3, 4-^'T^y-N- 12 

- ( 3-t°y>^) ^yxrs K 
^ftfer^y r x«*&*(62. 1%) 

IR(KBr) : 1678, 1626, 1578, 1516, 1478, 1446, 1424, 1372, 13 

08, 1262, 1220, 1206, 974,752, 700cm" i . 

NMR (CDC1 3 ) a : 1 . 61—1 . 95 (4H , m) , 2 . 03—2 . 31 (2H , m) , 2 . 6 

2 (2H , t , J=6 . 4Hz) , 2 . 90—3 . 51 (7H , m) , 4 . 02 (2H , t , J=6 . 4H 
z ) , 6 . 36 ( 1H , d , J=8 . 1Hz) , 6 . 48—6 . 59 ( 1H , m) , 6 . 88 (1 H , s) , 
7.16(lH,dd, J=8.1,4.8Hz),7.26(lH,s),7.43— 7.5K3H, 
m) , 7. 87—7 . 95 (2H , m) , 8 . 37—8 . 38 (2H , m) . 

mmm e i 4-nf;prs/-N- {2- [4- 

)V) -N- ( 6~y h^y-3-b°'Jy» \>X7$ 

IR(KBr) : 1678, 1628, 1598, 1530, 1492, 1444, 1408, 1372, 13 
12, 1280, 1254, 1226, 1204, 1176, 1156, 974, 850, 836, 756cm 

- i _ 

NMR (CDC1 3 ) a : 1 . 77—1 . 85 (4H , m) , 2 . 03—2 . 13 (2H , m) , 2 . 1 

3 (3H, s) , 2. 60 (2H , t , J=6 . 4Hz) , 2 . 92—3 . 08 (3H , m) , 3 . 87 
(3H , s) , 3 . 98 (2H , t , J=6 . 4Hz) , 6 . 61 (2H , d , J=8 . 6Hz) , 7 . 03 
— 7 . 42 (7H , m) , 7 . 85 ( 1H , s) , 7 . 95 (2H , dd , J=8 . 6 , 5 . 5Hz) . 

[0105] HfifrM 6 8 4 - T-tr^r 5 y-N- 
{2- [4- (A-y}V^u^yVA )V) 1 b^'.J 
x^;W — N— (2-^PP-3-e'Jy» 

IR(KBr) : 1680, 1648, 1598, 1530, 1450, 1408, 1372, 1310, 12 

60, 1228, 1206, 1156, 1142, 976, 850,748cm 1 . 

NMR (CDC1 3 ) 8 : 1 . 70—1 . 74 (4H , m) , 1 . 97—2 . 41 ( 2H , m) , 2 . 1 

3 (3H, s) , 2. 50—2 . 83 (3H , m) , 2 . 94 —3 . 26 (3H , m) , 3 . 55— 
3.69(lH,m),4.34— 4.42QH, m) , 7. 03— 7. 40(7H,m) , 7.63 
(1H, dd, J=7. 7, 1. 5Hz) , 7.94(2H, dd, J=8. 8, 5. 5Hz) ,8. 23 
(lH,dd,J=4.4,1.5Hz). 

mmm e 9 4-7wrsy-N- {2- [4- 

)V) — N — (6-^PP-3-b°'Jy» ^>X7S Y 

m*&T*fr7 r Xtt»*(88. 51) 

IR(KBr) : 1680, 1644, 1596, 1530, 1460, 1406, 1370, 1310, 12 

60,1226,1204,1140,1110,850, 760cm 1 . 

NMR (CDC1 3 ) a : 1 . 66—1 . 83 (4H , m) , 2 . 04—2 . 31 ( 2H , m) , 2 . 1 

4 (3H, s) , 2. 60 (2H , t , J=6 . 2Hz) , 2 . 89—3 . 19 (3H , m) , 4 . 01 
(2H, t, J=6. 2Hz) , 7.08(2H, dd, each J=8. 8Hz) , 7. 15—7. 34 
(4H,m), 7.47(2H,dd,J=8.4,2.4Hz),7.95(2H,dd,J= 8.8, 
5.5Hz),8.13(lH,d,J=2.4Hz). 

[o 1 0 6] £Qftffl7 0 4 -y -9 yyjVjj^vr s y 

-N- {2 - [4- (4-7;l/tP<>' x /^H ~ 1 ~ 

-N- (3-euy» <yx 



I R (KBr) : 2944 , 1680 , 1644 , 1 598 , 1 510 , 1480 , 1446 , 1426 , 13 

78 , 1336 , 1304 , 1264 , 1226 , 1206 , 1 154 , 974, 850 , 758 , 516cm 
-l _ 

NMR ( CDC 1 3 ) & : 1 . 54—1 . 94 (4H, m) , 2. 04— 2. 26 (2H, m) , 2. 6 
3 (2H , t , J=6 . 2Hz) , 2 . 95 (3H , s) , 3 . 02—3 48 (3H , m) , 4 . 06 
(2H , t , J=6 . 2Hz) , 6 . 94—7 . 29 (7H , m) , 7 . 54 ( 1H , d , J=8 . 1 H 
z) , 7 . 95 (2H , dd , J=8 . 6 , 5. 5Hz) , 8 . 31— 8 . 42 (2H , m) . 

nmm i 1 4-r^7sy-N- [2- u-^ 

VV-ilV- 1 -b^U i?—)V) xfvlQ -N- (3-b° 

fifiB*(91X) . St* : 216-218°C 

I R (KBr) : 2952 , 1696 , 1672 , 1648 , 1600 , 1 538 , 1448 , 1404 , 13 

70,1312,1262,1112,974cm 1 . 

NMR ( CDC 1 3 ) a : 1 . 53—1 . 95 ( 4H , m) , 1 . 95—2 . 33 (2H , m) , 2 . 1 
1 (3H , s) , 2 . 61 (2H , t , J=6 . 4Hz) , 2 . 75—3 . 40 (3H , m) , 4 . 04 
(2H, t , J=6 . 4Hz) , 7. 04-7 . 68 (9H, m) , 7. 75—8 . 00 (2H , m) , 
8.20— 8.40 (2H,m). 
[0107] mWMl 2 4-xj? >A)Vifr ~)VT 5 J 
-N- \ 2- [4- {A-ytV^U^yyj )V) -1- 
b^US^/k] x^;H -N- (3-b°'Jy;l/) OX 
7SF 

^fe*&*(34.8» . BiiS : 179-182°C 
IR (KBr) : 1674 , 1642, 1598, 1478, 1426, 1364, 1326, 1308, 12 
66 , 1232 , 1206 , 1154, 1112 , 900, 862, 850 , 770 , 712, 606cm 
-l . 

NMR ( CDC 1 3 ) d : 1 . 30 (3H , t , J=7. 3Hz) , 1 . 76—1 . 82 (4H , m) , 
2 . 03—2 . 26 (2H , m) , 2 . 62 (2H , t , J=6 . 4Hz ) , 2 . 90—3 . 19 ( 3H , 
m),3.07(2H,q,J=7.3Hz),4.05(2H,t,J=6.4Hz),6.93— 7.2 
2(7H, m) ,7. 52 (lH.d, J=8. 1Hz) , 7. 95(2H, dd, J=8. 6, 5. 5 H 
z),8.32— 8.41(2H,m). 

mm\ 7 3 4 - h u 7;^P7-fef;P7 § y - n - 

{2 - [4- {4-7/^DWyy^) -1-b^U 
XjM^} — N — (3-b°'Jy;l/)\yX7SK 
»a»fi»*(81.2» . lt£ : 181— 183°C 
IR (KBr) : 1740, 1676, 1658, 1608, 1596, 1412, 1360, 1324, 12 
88,1256,1230,1204,1192,1156,1142,1114,1078,976c 
m- 1 . 

NMR(CDC1 3 ) a :1. 76—1 . 82 ( 4H , m) , 2 . 04—2 . 30 (2H , m) , 2 . 6 
2(2H,t,J=6.4Hz),2.89— 3.18(3H,m) ,4.06(2H,t,J=6.4H 
z) , 7 . 08 (2H , dd , each J=8 . 8Hz) , 7 . 22—7 . 56 (6H , m) , 7 . 95 
(2H , dd , J=8 . 6 , 5 . 5Hz) , 8 . 18 ( 1H , br-s) , 8 . 32—8 . 41 (2H , 
m). 

[0 108]H»J74 4-T-bfvPT^ y-N- 

{2 - [4- (4-;pp^yyy;i/) -i-e^'jy 

^/l/] xf -N- ( 3 - b° U is}V ) OX7 5 Y 
8JS!rta&*<98.3» . ffibS: 198-20rC(^»?) 
I R (KBr) : 1 680 , 1 640 , 1 596 , 1 530 , 1480 , 1426 , 1402 , 1372 , 13 
10 , 1260 , 1206 , 1 176 , 1 140 , 1090 , 976 , 846 , 754 , 710cm" 1 . 
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NMR ( CDC1 3 ) a : 1 . 75—1 . 85 (4H , m) , 2 . 03—2 . 32 (2H , m) , 2 . 1 

2 (3H, s) , 2. 62 (2H , t , J=6 . 4Hz) , 2 . 89—3 . 06 (3H , m) , 4 . 05 
(2H , t , J=6 . 4Hz) , 7 . 1 1—7 . 47 ( 8H , m) , 7 . 86 (2H , d , J=8 . 6H 
z),8.33— 8.39(2H,m). 

mmm i 5 a-^9-9 jajvt^j-^- {2- la 

- (A-y)V^n^yy^ )V) - l -b^y sy-;k] x 

jvM -N- ( 3-Wi/iV) ^yxrs K 

Sfi»*<84.1» . : 146— 147°C 

IR(KBr) : 2952, 2928, 1738, 1690, 1676, 1646, 1600, 1536, 13 

72, 1326, 1308, 1248, 1228, 1204 cm" i . 

NMR (CDC1 3 ) d : 0 . 81—1 . 00 (3H , m) , 1 . 17—1 . 28 (8H , m) , 1 . 5 

5— 1 . 67 (2H , m) , 1 . 75—1 . 95 (4H , m) , 2 . 07—2 . 38 (4H , m) , 2. 

62 ( 2H , t , J=6 . 2Hz) , 2 . 89—3 . 07 (3H , m) , 4 . 05 (2H , t , J=6 . 2H 

z) , 7. 03— 7. 41 (8H,m) , 7.94(2H, dd, J=8. 6, 5. 5Hz) ,8. 33— 

8.38(2H,m). 

[0 1 0 9] SU»M7 6 A- J&J4)VT^J-^- 
{2- [A- {A-y}V^u^yV4 )V) - 1 -b^y 

i?-jv~\ x^;M -N- ( ^yxr$ g 

afi»*(78-7JD . It*: 144— 147*C 

IR(KBr) : 2928, 1736, 1688, 1674, 1646, 1598, 1536, 1510, 13 

88, 1370, 1326, 1304, 1248, 1228, 1202, 1158, 1114, 974, 84 

4,832cm 1 . 

NMR (CDC1 3 ) a : 0. 87-0 . 92 (3H , m) , 1 . 13—1 . 27 ( 12H , m) , 1 . 
7 5—1 . 82 (4H , m) , 2 . 14—2 . 30 (4H , m) , 2 . 62 (2H , t , J=6 . 2H 
z) , 2. 90— 3. 07(3H,m) , 4. 05 (2H, t, J=6. 2Hz) , 7. 03— 7. 31 
(7H , m) , 7 . 41—7 . 52 ( 1H , m) , 7 . 95 (2H , dd , J=8 . 6 , 5. 5Hz) , 
8.34— 8.39 (2H,ra). 

mmm i i 3-7W7$y-N- {2- la- 

{A-yjv^n^yy^ )V) -i~b^y^x/p] X^- 

)V} -N- (3-e'Jy» 5 K 

fifi»*(90-Z» . It* : 170— 172°C 

IR(KBr) : 1674, 1650, 1594, 1552, 1424, 1410, 1368, 1322, 12 

64,1228,1204,1158,1116,972, 718cm- i . 

NMR (CDC1 3 ) & : 1 . 76—1 . 84 (4H , m) , 2 . 04—2 . 13 (2H , m) , 2 . 1 

3 (3H, s) , 2. 59 (2H , t , J=6 . 4Hz) , 2 . 90—3 . 02 (3H , m) , 4 . 05 
(2H, t, J=6. 4Hz) ,6.94—7. 54Q0H, m) , 7. 95(2H, dd, J=8. 6, 
5.5Hz),8.35— 8.38(2H,m). 

[01 10] HftM7 8 4 -OV^ )VT S7-N- 

{2- [4- (4-:7;i^tP^yyM;W - l -b-^y 
xfvM -N- ( 3 - b° U ) ^.yXT 5 K 
a9Bfett*(70.6%) , BUS: 162— 166°C 
IR(KBr) : 1672, 1634, 1598, 1478, 1402, 1378, 1306, 1244, 12 
28, 1206, 976, 840, 702crif i . 

NMR (CDC1 3 ) d : 1 . 66—1 . 83 (4H , m) , 2 . 04—2 . 18 ( 2H , m) , 2 . 6 
4 (2H , t , J=6 . 2Hz) , 2 . 91 — 3 . 02 (3H , m) , 4 . 06 (2H , t , J=6 . 2H 
z) , 7. 03—7 . 33 (4H , m) , 7 . 46—7. 87 (3H , m) , 7 . 95 (2H, dd, J= 
8.6,5.5 Hz), 8. 36— 8.39(2H,m). 

7 9 4-A>y;|/7Sy-N- [2- (4-^ 

yy*4)V- i -e^y xjvij -n- (3-b 



Sfer y r xtf»* (71 . 9%) 

I R (KBr) : 2960 , 2940 , 1728 , 1704 , 1668 , 1648 , 1428 , 1394 , 13 
82, 1314, 1264, 1180, 1136, 1114, 1100, 1088,698cm" 1 . 
NMR ( CDC 1 3 ) d : 0 . 78-0 . 98 ( 3H , m) , 1 . 08—1 . 7 5 (8H , m) , 2 . 0 
4—2 . 28 (2H , m) , 2 . 35— 2. 50 (2H , m) , 2 . 63 (2H , t , J=6 . 4Hz) , 
2. 90—3 . 02 (3H, m) , 4. 08 (2H , t, J=6 . 4Hz) , 6 . 95 (2H, d , J=8 . 
1Hz) , 7 . 14—7 . 56 (7H , m) , 7 . 87—7 . 96 (2H , m) , 8 . 37—8 . 45 
(2H,m). 

[0111] HSH5AJ8 0 4-x^yx;l/^ ~)VT 5 J 
-N- [2 - {A-^yVAlV- 1 -b^JJ ¥—)V) x 

-N- ( 3 — b y is)V) KyXT 5 K 
88ffeT 7 T (69 . 3%) 

IR(KBr) 4680,1644, 1608, 1480, 1448, 1428, 1378, 1336, 13 
04 , 1264 , 1226 , 1 146 , 974, 920 , 760 , 702cm" i . 
NMR ( CDC 1 3 ) a : 1 . 26 (3H , t , J=7. 3Hz) , 1 . 77—1 . 87 (4H , m) , 
2 . 04—2 . 20 (2H , m) , 2 . 62 (2H , t , J=6 . 4Hz ) , 2 . 89—3 . 20 ( 5H , 
m),4.05(2H,t,J=6.4Hz),6.98(2H,d,J=8.6Hz),7.51— 7.5 
6(3H,m),7.51— 7. 56(3, m) , 7.86— 7. 95(2H,m) ,8.31— 8.4 
l(2H,m). 

mmms 1 4-^yyw^7$y-N- [2- u- 

^yy^jy- 1 -b^jj x-f;p] -n- (3- 
b'j^vi/) <yX7$ K 

B«»*(85.9» . M* : 172-173°C 

I R (KBr) : 1 672 , 1 640 , 1 594 , 1 580 , 1 522 , 1430 , 1402 , 1378 , 13 

20,1302,1264,1246,1190,976, 700cm- 1 . 

NMR ( CDC 1 3 ) & : 1. 77—1 . 86 (4H, m) , 2. 04—2.31 (2H, m) , 2. 6 

3(2H,t,J=6.4Hz),2.90— 3. 22(3H,m) ,4.06(2H,t, J=6. 4H 

z) , 7 . 25—7 . 32 ( 3H , m) , 7 . 46—7 . 5 1 (8H , m) , 7 . 77—7 .95(5 

H,m),8.36— 8.39<2H,m). 

[0112] mmm& 2 a - * 9 yxn^ ^zkZ g i. 
-N- [2 - (4-<yy^^-i-t^'jy^;i/)x 
±n/} -N- ( 3 -by yiv) ^yXTA £ 

Sfe»*(87.7%) . I1*:213-215^C(^|?) 
IR (KBr) : 1674, 1644, 1610, 1478, 1450, 1428, 1378, 1364, 13 
26 , 1 308 , 1 298 , 1 266 , 1 224 , 1 1 56 , 1 140 , 972 , 960 , 758 , 708 , 5 
30cm" 1 . 

NMR(CDC1 3 ) a :1. 51—1 . 94 (4H, m) , 2. 03— 2. 30 (2H, m) , 2. 6 
2 (2H , t , J=6 . 4Hz) , 2 . 95 (3H , s) , 2 . 95—3 . 22 (3H , m) , 4 . 05 
(2H , t , J=6 . 4Hz) , 6 . 98 ( 2H , d , J=8 . 6Hz) , 7 . 1 5— 7 . 28 (3H , 
m) ,7. 38—7. 56 (4H, m) , 7. 86— 7.95 (2H, m) , 8. 31— 8. 41 (2 
H,m). 

Uttffl 8 3 4-7°Pb°^7$/-N- [2~ (4 

-^yy^/l-l-bxyyx;]/) x^;iy -N- (3 

-bUS^ty) <yX7 5 K 

SStfiB*. (89. 4» s fflb£: 165-167 °C 

IR (KBr) : 1668, 1648, 1600, 1530, 1428, 1404, 1376, 1306, 12 

64,1248,1208,1176,1114,976, 716,698cm- 1 . 

NMR ( CDC 1 3 ) a : 1 . 20 (3H , t , J=7. 7Hz) , 1 . 77—1 . 95 (4H , m) , 

2.04— 2.22 (2H,m), 2.11 (2H,q,J=7.7Hz), 2.63 (2H,t,J=6. 

4Hz) , 2. 89— 3. 22 (3H, m) , 4. 05 (2H, t, J=6. 4Hz) , 7. 11— 7. 1 
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6 (5H, m) , 7. 32— 7. 51 (4H, m) , 7. 87—7 . 95 (2H, m) , 8. 34— 
8.38(2H,m). 

[0113] 4 4-7"f 'J;^7Sy-N- 

[ 2 - ( 4 -^yy^ jv - l - t°^y x^;k] 

-N- ( 3 — fc° U i?)V ) ^yXT ^ V 

fifi»*(90.4» . BUS : 160-46rC 

IR(KBr) : 1668, 1646, 1600, 1536, 1478, 1428, 1400, 1390, 13 

76, 1320, 1302, 1280, 1254, 1178, 1140, 1112, 976, 720, 694c 

m-i. 

NMR (CDC1 3 ) 8 : 0 . 97 (3H , t , J=7 . 3Hz) , 1 . 62—1 . 83 (6H , m) , 
2 . 03—2 . 37 (4H , m) , 2 . 62 (2H , t , J=6 . 4Hz) , 2 . 89—3 . 22 (3H , 
m),4.04(2H,t,J=6.4Hz),7.12— 7.25(5H,m) ,7.31—7.51 
(4H , m) , 7 . 86—7 . 95 (2H , m) , 8 . 33—8 . 38 ( 2H , m) . 

9mm 8 5 4- (A-yjv^u^yy^ jvr^j) - 

N — [ 2 — (4-<yvM/k- 1 -tT^JJ i/—}V) Xf 

— N — ( 3-b°y / v>.xr.; K 
fiffl»*(97.2D . It* : 200-20rC(^M) 
IR(KBr) : 1674, 1632, 1600, 1580, 1530, 1514, 1504, 1444, 14 
32, 1400, 1378, 1324, 1310, 1248, 1230, 1172, 840, 758, 700c 
m-i. 

NMR (CDC1 3 ) 8 : 1 . 63—1 . 99 (4H , m) , 2 . 04—2 . 27 ( 2H , m) , 2 . 6 
3 (2H , t , J=6 . 4Hz) , 2 . 90—3 . 22 (3H , m) , 4 . 06 (2H , t , J=6 . 4H 
z ) , 7. 05—7 . 32 (5H , m) , 7 . 44—7 . 52 (5H , m) , 7 . 77—7 . 95 (5 
H,m),8.35— 8.40(2H,m). 

[01 14] 6 4 -<y-tr>X/^^;l/7S 

, / — N — [2 - (4-^>VM/P- 1 -h°^y^~;lQ 
Xj^lj — N— (3-^'Jy»<yX7SH 
«ftr^7r^=l«»*(8l.4X) 

IR(KBr) : 1680, 1644, 1598, 1448, 1378, 1336, 1306, 1226, 11 

60 , 1090 , 850 , 752 , 712 , 688 , 584 , 566cm" 1 . 

NMR (CDC1 3 ) 3 : 1 . 75— 1 . 92 (4H , m) , 2 . 0 1— 2 . 24 ( 2H , m) , 2 . 6 

0 (2H, t , J=6 . 4Hz) , 2 . 88-3 . 1 7 (3H , m) , 4 . 02 (2H , t , J=6 . 4H 

z ) , 6 . 86 ( 2H , d , J=8 . 6Hz) , 7 . 03—7 . 19 ( 5H , m) , 7 . 40—7 . 72 

(6H,m),7.94 (2H,dd, J=8.6,5.7Hz) ,8.27(lH,d, J=2.2H 

z), 8.38(lH,dd,J=4.5,l.lHz). 

mm 8 7 3, 4-y7-fef;^7Sy-N- [ 2 - 

1 -tr^y y-)V) xf^] -n- 
( 3-ey y)V) ^yxrs H 

afi»*(80.SD . II* : 184-187°C 
IR(KBr) : 1676, 1636, 1598, 1578, 1522, 1478, 1446, 1422, 13 
98, 1370, 1316, 1294, 1280, 1262, 1240, 1138, 974, 712, 700c 
nr 1 . 

NMR (CDC1 3 ) d : 1 . 75—1 . 96 (4H , m) , 2 . 13 (6H , s) , 2 . 13—2 . 
28 ( 2H , m) , 2 . 56 (2H , t , J=5 . 7Hz) , 2 . 85—3 . 23 (3H , m) , 4 . 02 
(2H , t , J=5. 7Hz) , 6 . 88 ( 1H, br-d, J=7 . 9Hz) , 7 . 13—7. 18(1 
H , m) , 7 . 38 — 7 . 57 (4H , m) , 7 . 87—7 . 95 (2H , m) , 8 . 36—8 . 40 
(3H,m),8.56— 8.65(lH,ra). 

[0115] ggflsMS 8 4 -r 5 7-N- { 2- [4 
- (4-7Kn<> , / > f/W - l -b^^x;^] x 
^-)V} -N- ( 3 -try yiv) o-xrs K^sy v/i- 



Bag 

4-T57-N- {2- [4- (4-y;^n^yvM 
/!✓) - 1 -b^^x;k] X^7k) -N- ( 3 - b° y y 
)V) <yX7S K (223. 6 m g, 0. 505^ 
;i0 Srp<^y-;^ (2ml) tdgjWU 77;t/| ( 2 

9. 6 m g, 0. 2 5 5 V&U) <ft*9 J—)\,mSi ( 2 
ml ) fcjnifc. 0 4 Ct"3 0™ffLfct, ^^y- 
/l"£S*U X— t"/P (5ml) £in£Tfflft3-eTte» 
te*R£»RU »ate»*f: LTSMMfc^WS 1 8 

6. 6mg (73. 8%) f#^ 0 
H>S : 8 5— 8 9°C 

IR(KBr) : 1 704, 1 6 34, 1 6 04, 1 5 
14, 14 78, 14 34, 1 3 74, 1 2 94, 1 2 
24, 1 1 78, 1 1 38, 1 1 04, 1 044, 1 0 
08, 97 6, 842, 808, 760, 7 02, 63 
2, 5 9 8cm" 1 . 

NMR(CDCl 3 -CD 3 OD) & : 2 . 42 — 2. 5 

2 ( 4 H , m), 2. 64 (2H, t , J = 6. 6H 
z) , 3. 42 — 3. 51 (4H,m), 4, 04(2 
H, t, J = 6. GHz), 6. 42(2H, d, J = 
8. 6Hz),6.83(lH, s),6. 9 8 — 7. 
28 (6H, m), 7. 37 (2H, dd, J = 8. 
6, 5. 5Hz), 8. 34 — 8. 3 7 ( 2 H, m). 

[0116] mmms 9 a-t s/-n- { 2- [4 
- (A-y)V^u^yy^ )V) - 1 -t°^y y-iui x 
^Zkj -N- ( 3 -try y/io ^y^>xMy75 F 

4-757-N- {2- [4- (4-7Wn</;M 

i-t°^y^x^] x^} -N- ( 3 -try i? 
)V) ^y*£yx)V^yr^ v ( 1 5 5. img, 0. 3 

2Sy^)t3iV77/H(19. Omg, 0. 16 
^ffl^T»»j8 8h^l#cDjI#^fl^-^ 
Ciot, %m&S&ik LT«Hfl:^«* 119. 9m 
g (6 9. 3%) »3fc 0 
fflDS : 1 5 5— 1 5 9°C 

IR(KBr) : 1 678, 1 5 98, 14 22, 1 3 

10, 1230, 1160, 1106, 1082, 83 
2, 740, 706, 580cm- 1 . 

NMR (CDC I3-CD3OD) &: 1. 76 — 1. 8 
5(4H, m), 2. 5 6 — 2. 2 9 (2H, m) , 

2. 53 (2H, t, J = 7. 3Hz), 2. 80 — 

3. 00(3H,m), 3 . 4 0 ( 2 H , s), 3. 7 
1 (2H, t, J = 7. 3Hz) , 6. 63 (2H, 
d, J = 8. 7 Hz) , 6. 81 (1H, s), 7. 0 

3 — 7. 5 8 (6H, m) , 7. 94 (2H, dd, J 
= 8. 8, 5. 5Hz), 8. 27 (1H, d, J = 
2. 2Hz), 8. 49 (1H, d, J =4 . 7H 

z) . 

[0117] H860IJ9 0 4-T-b^TS y-N- 

{2- [4- (4-7/^p<y^;p) -i-tr^y 



(35) 



10-77271 



] ^±)V } - N - ( 3 - b U 'J)V ) <y-b>X;l- 

4-7^f/l/7S/-N- {2- [4- 

^yyM/W -l-b^'Jy^/l/] xf;l/} — N— (3 

-try 5^) A;y-fe>^*yTS F ( 1 3 6. 8m 

g, 0. 2 6^J^)^J;^77;Pi(15. 4m 

g, o. 1 3su^) ^m^xmmmsstmmcom 

115. 5mg (76. 2%) 

m&: 1 2 5-1 29°C 

IR(KBr) : 1 686, 1592, 1534, 14 
02, 1 3 50, 1 3 14, 1 26 2, 1 228, 1 1 
82, 1160, 1090, 736, 634, 616, 

5 7 4 cm- 1 . 

NMR (CDCI3-CD3OD) d : 1. 62—1. 8 

6 (4H, m) , 2. 04 — 2. 12 (2H, m) , 
2. 18(3H, s), 2. 55 (2H, t, J = 6. 
8Hz ) , 2. 8 3 — 3. 30 (3H, m), 3. 74 

(2H, t, J = 6. 8Hz), 6. 80 (1H, 
s),7.09(2H, dd, each J = 8. 6H 
z ) , 7. 2 3 — 7. 38(2H, m), 7. 4 8 — 

7. 75(4H, m), 7. 93(2H, dd, J = 

8. 6, 5. 5Hz), 8. 23 — 8. 2 5 ( 1 H, 
m) , 8. 4 7 — 8. 5 2 ( 1 H, m) . 

[01 18] HfifrM 9 1 N- {2 - [4 - (4-?;P 
tn^//^;l/) -l-tr^U^;P] x^-;M -N- 

(3-t°ys^) ~r?^>-T5 b^g:7v;H&B 
N- {2 - [4- (4-7Wn<//^(iH - 1 -b° 
^y^*-/^] xf-/H — N— (3-b°U^)-r?^y 
7S K (229. Omg, 0. 535 U^/k) £±1^7 
7/H(3 1. Omg, 0. 2 6$y^/I/) £ffl^TH 
ttM8 8^^«cOJS#^T^-^^i:^T. fifitft*^ 
LT^a^^Srl51. lmg(58. 1%) %tz. 
M*: 18 2-1 8 7*C (4HB) 

IR(KBr) : 1 7 1 6, 1 67 2, 1 6 58, 1 5 
98, 1478, 1434, 14 14, 1 378, 1 3 
56, 1 3 1 0, 1 232, 1 208, 1 1 78, 1 1 
62, 1 1 28, 1 022, 9 52, 6 36cm" 1 . 
NMR (CDCl 3 -CD 3 OD) d : 1. 6 8—1. 9 
2(4H,m), 2. 17 — 2.40(2H,m), 

2. 72 (2H, t, J = 6 . 4Hz), 2. 96 — 

3. 41 (3H, m), 4. 12(2H, t, J = 6. 
4Hz), 6. 8 0 ( 1 H, s ) , 7. 04 — 7. 33 

(5H, m), 7. 5 4 — 7. 67 (2H, m), 7. 
95 (2H, dd, J = 8. 6, 5. 5Hz), 8. 3 
2 — 8. 49 (3H, m) . 

[0119] mWM9 2 N- {2 - [4 - (4-7;^ 
^u^yYA )V) -l-b^Jj^/H XjTW -N- 

N- {2 - [4- - 1 - e 



^y ^-/k] x^/P} -N- (3-b°iJy/l/) -< y~r? 
fVTSF (267. 9mg, 0. 62$U^/W i>± 
{/7V;l/l (36. 3mg, 0. 3lSy^) 
TM4M88t^]«cr)f^^tf3^t^J:o-C. afi» 
*^:U«®^fte2 7 9. 2mg(91. 8%) # 

It«S : 1 5 0 — 1 5 5°C 

IR(KBr) : 1 6 66, 1 5 98, 1 5 74, 14 
82, 14 06, 1 3 90, 1 3 36, 1 3 20, 1 3 
06, 1 246, 1 2 28, 1 2 08, 1 1 66, 1 1 
44, 1 1 1 6, 974, 834, 606cm" 1 . 
NMR (CDC I3-CD3OD) d : 1. 66 — 1. 8 
8 (4H, m) , 2. 08 — 2. 33 (2H, m) , 

2. 63(2H, t, J = 6. 4Hz), 2. 91 — 

3. 40(3H,m), 4. 08 (2H, t, J = 6. 
4Hz), 6. 81 ( 1 H, s), 7. 05 — 7. 30 

(5H, m), 7. 55 (1H, d, J = 8. 4H 
z), 7. 95(2H, dd, J =8. 6, 5. 5H 
z ) , 8. 3 6 — 8. 5 0 (4H, m) . 

[0120] mmM9 3 4-7S/-N- { 3 - [4 
- (4-7/^n7x-^) - 1 -h°>^i/-;^] 
b°;l/} -N- (3-b°'Jy/H / OX7SKS77/l/ 
BBS 

4-7^7-N- {3- [4- ( 4-:7/^';t^:7x — 
;^') - 1 -b'X^>'-;L rnb°;H — N— (3 -by 
y» (120. 3mg, 0. 285 U^E 

;P) fciU^V/PK ( 1 6. 5m g, 0. 14S'J^ 

«airfe«*i: LT^Hft^ft* 1 24. 4mg (9 
0. 4%) f»fc. 
IbS : 1 6 1 — 1 6 7 °C 

IR(KBr) : 1 642, 1 6 26, 1 6 08, 1 5 
1 0, 14 30, 1 380, 1 3 68, 1 3 08, 1 2 
48, 1232, 1174, 1132, 832, 81 
6, 7 6 0, 7 1 2cm" 1 . 

NMR (CDC I3-CD3OD) d\ 1. 86 — 2. 0 
3 (2H, m) , 2. 54 — 2. 78 (8H, m) , 
3. 12 — 3. 21 (4H, m), 3. 97 (2H, 
t, J = 7 . OHz) , 6. 43 (2H, d, J = 8. 
GHz) , 6. 82 (2H, d, J = 8. 6Hz) , 
6. 9 3 — 7. 30(5H, m), 7. 42 (1H, 
d, J = 1 . 8Hz) , 8. 32 — 8. 37 (2H, 
m) . 

[0121] HSfe#!l 9 4 4-7-bf^75y-N- 
{3- [4- (4-7Mn7^^;H -l-tf^y 
^] 7°Pb» -N- ( 3 - b Q U -J)V ) 5 K 

4-7tW57-N- {3- [4- (4 - :?/M-n 
7i^) -l-b°^^-/H 7nt;H -N- (3 
-bUi^Vk) \yX7S M 1 2 1 . 8m g, 0. 2 6 
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S'J^^)feJ;V7v;I/l(15. Omg, 0. 135 

i o T . »SHfe»*i: LT«IMfc£%* 112. 2 m g 
(SO. 9%) 

MM: 9 4-9 9*C 

IR(KBr) : 1694, 1 642, 1 598, 1 5 
30, 1 5 1 0, 1480, 1426, 1404, 1 3 
72, 1 3 1 0, 1 260, 1 228, 1 1 76,82 

8, 760, 7 0 8c m-i. 

NMR (CDC 1 3-CD3OD ) a : 1. 93 — 2. 1 

0 ( 2H, m) , 2. 10 (3H, s), 2. 56- 

2. 79 (6H, m), 3. 11 — 3. 16 (4H, 
m) , 3. 98(2H, t, J = 7. 0Hz), 6. 7 
6 (1H, s), 6. 8 8—6. 97 (4H, m) , 
7. 15 — 7. 43 (6H, m) , 8. 28 — 8. 38 
( 2H, m) . 

[0122] HflSM 9 5 4-^)-P-N- { 2- [4 

- (4-y/ktn^yyMVW -l-b^JJ^~/lQx 
fvM -N- (3-b°U>>7M K^Mgta 
4-— bo-N- {2- [4- (4-y/M-u<yyM 

/10 Xf~A0 -N- (3-b°U^ 

/I/) OXT 5 K (200. Omg, 0. 4 3 5 1 J ^ 

/lO Sr^y— /i^ (5. Omi ) IdfflSU o^ctTfi 
Kx-<r/l*?flE ( 3 . 0ml) fcSTFLfc. »t3 0 

r» (fRStt) k LTMffc^ft* 3 8 0. 0 m 
g (97. 2%) »fc 0 

IR(KBr) : 3424, 2632, 1 674, 1 5 
99, 1 52 1, 14 1 0, 1 3 5 0, 1 308, 1 2 
27, 1155, 852, 684cm- 1 . 
NMR(CDCl 3 -CD 3 OD) $ : 1. 07 — 2. 7 
0(2H,m), 1.8 7 — 2.43(3H,m), 

3. 0 0—4. 2 5 (6H, m) , 4. 62—4. 88 
( 2H, m) , 7 . 0 0 — 7 . 39 (2H, m) , 7. 
51—8. 2 4 ( 1 H, m) , 7. 75 (2H, d, J 
= 8. 8Hz), 7. 98(2H, dd, J = 9. 0, 
6. 0Hz), 8. 13 (2H, d, J =8. 8H 

z ) , 8. 32 — 8. 90 (2H, m), 9. 30 — 

9. 6 6 ( 1 H, m) . 

[0 1 2 3] 6 4-TSy-N- { 2- [4 

- (4-7/^Q7x^-l-bFn^^f;M 

1 -b Q ^U^;l^] x^;iQ -N- (3-b'J^VM^ 

4-Tiy-N- {2- [4- (4-7/l/tD7x^ 

- l-hPn^f;H - 1 -b^U x^ 
)V) — N — ( 3-b'jy^) O-XTS K (3 98. 4 
mg, 0. 89$y^;l/) fcJ:tf77;H(5 2. lm 

g, 0. 44$v^fr) %m^zmnM8 8tmucDm 

T«^»412. 4mg(91. 5%) »fc 0 



IR(KBr) : 33 52, 1 6 34, 1 6 04, 1 5 

1 0, 1480, 14 26, 1 3 76, 1 2 98, 1 2 
18, 1178, 836, 762cm" 1 . 
NMR(CDCl 3 -CD 3 OD) & : I. 34 — 1. 5 
7(4H, m), 1. 95 — 2. 3 9 (4H, m) , 

2. 89(2H, t, J = 6. 6Hz), 3. 11 — 

3. 36(2H,m),4. 12 (2H, t, J = 6. 
6Hz), 4. 32 — 4. 36(lH,m), 6, 41 
(2H, d, J = 8. 4Hz), 6. 71 (1H, 
s), 6. 91—7. 33(7H,m), 7.45 — 
7. 54 (1H, m) , 8, 25 — 8, 35 (2H, 
m) . 

[0124] mmm9 7 4-r^y-N- { 3- [4 
- (A-y)V^u^yy^ )V) -i-b^y^;p] r 

PbVW -N- ( 3-bU^VlQ ^X7 5 KS77 

4-7S.7-N- {3- [4- (4-7/i/^n^yyy 
AO -l-b^U^;P] TnbVP} -N- (3 -by 
WX7S K (200. Omg, 0 . 4 3 5 U^E 
;l/)fcj;l t 7^1(2 5. 5m g, 0. 2 23'J^ 

ao zm^xmnmsstmncom^'fToztitzi:^ 

X, Mfi7^^7rX«*fc LTWffc-fr^ 1 8 
6. Omg (83%) f*fc. 

IR(KBr) : 1 678, 1 6 28, 1 6 00, 1 3 
76, 1306, 1224, 1180, 1158, 84 
2cm" 1 . 

NMR (CDC I3-CD3OD) a: 1. 80 — 2. 2 
6 ( 6H, m), 2. 50 — 3. 00 (3H, m) , 
3. 0 0 — 3. 55(4H, m), 3. 95 (2H, 
t, J = 7 . 0Hz) , 6. 42 (2H, t, J = 8. 
GHz), 6. 72 (1H, s), 6. 93 — 7. 35 
(5H, m) , 7. 3 5 — 7. 5 6 ( 1H, m) , 7. 
95(2H, dd, J =8. 8, 5. 5Hz), 8. 1 
6 — 8. 4 0 ( 2H, m) . 

[0125] Hj5*M9 8 4-7^75y-N- 
{3- [4- (4-7/^P^VM/H -1-b^lJ 
7nbVW -N- (3-bU>yiO \yX'7S 

4-7tf;l/757-N- {3- [4- (4-7)V*u 

^yyW/W -i-b^y^-^] tuuao -n- 

(3-t°'Jy»^yX7^F (144. 5mg, 0. 

2 9 5 y^E/lO tellfy^tUM ( 1 7. 4m g, 0. 1 

fc iZ X o T . *g»Bfe»* fc 15 2.0 

mg (9 4%) 

fflUS : 1 8 0— 1 8 5°C 

IR(KBr) : 1 680, 1 640, 1 5 98, 1 5 

28, 1480, 14 26, 14 06, 1 3 76, 1 3 
14, 1224, 1160cm" 1 . 
NMR(CDCl 3 -CD 3 OD) & : 1. 75 — 2. 2 
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0 ( 6 H , m ) , 2 . 0 9 ( 3 H , s), 2. 3 6 — 

2. 90 (3H, m) , 2. 9 5 — 3. 56 (4H ; 
m), 3. 97 (2H, t, J = 7. 0Hz), 6. 7 

4 ( 1 H, s), 7. 00 — 7. 6 0 ( 6H, m) , 
7. 15 (2H, dd, each J = 8. 8Hz), 

7. 96(2H, dd, J = 8. 8, 5. 5Hz), 

8. 1 6 — 8. 4 0 ( 2H, m) . 

[0126] HJSM 9 9 4-757-N- { 2- [4 
- (4-7WP7x^) -l-b°^^-;l^] x-;- 

— N — (3-b°y>>VP) ^X7 5F77/^fi 
4-757-N- {2- [4- (4"7/^D7x^ 

- 1 -b°^^y-;l^] xf;U -n- ( 3 - b y ^ 
AO F (154. 8m g, 0. 37SU^ 
/^)fci^7V^i(4 3. 4m g, 0. 375 

;p) ^ffl^TMfiW8 8fc[lia^^^^5 * J:(: ±o 
T . LT«Bfli-&** 19 2. 1 m g ( 9 

6. 9%) 

: 1 7 8— 1 8 0*C 
IR(KBr) : 1 706, 1 6 42, 1608, 15 
78, 1512, 1480, 1452, 142 8, 1 3 
72, 1 306, 1 248, 1 1 98, 1 1 72, 1 1 
30, 980, 826, 692, 6 28cm 1 . 
NMR(CDCl 3 -CD 3 OD) d \ 2. 74 — 2. 8 

0 (6H, m) , 3. 03 — 3. 38 (4H, m) , 
4. 10 (2H, t , J = 6 . 6 H z ) , 6. 42 (2 
H, J =8. 6Hz), 6. 80(2H, s), 6. 8 
7 — 7. 24 (7H, m) , 7. 49 (1H, br- 
d, J=8. 1Hz) , 8. 33 — 8. 36 (2H, 
m) . 

[0127] 1 O O 4-7W7$y-N- 

{2- [4- (4-7/^P7x^) -l-b°^^^' 
xf;H -N- ( 3-b°yy;^) ALyXTS 

5 7 7/lM 

4-7W757-N- {2- [4- 
7i-;H - 1 -e^»jy-;H xf^W — N— ( 3- 
b° U OXT SF (96. 6m g, 0. 2 1SU 
^) fciV7V/H (24. 6m g, 0. 2 15^ 

afeft v *t Lxmmn&m* 105. smg (9 

7. 0%) ftfc. 

SI* : 2 3 2-2 3 5*C (4MB) 
IR(KBr) : 1 688, 1 648, 1 5 1 0, 14 
24, 1406, 1 392, 1 374, 1 336, 1 3 

1 0, 1 262, 1 232, 1 2 1 8, 1 1 76, 1 1 
60, 1 140, 832cm 1 . 

NMR (CDC 1 3-CD3OD ) d : 2. 10 ( 3 H, 
s), 2. 59 — 2. 73 (6H, m) , 3. 00 — 

3. 11 (4H, m), 4. 09(2H, t, J = 6. 
4Hz), 6. 8 2 ( 1 H, s), 6. 87 — 7. 00 

( 3H, m) , 7 . 1 4 — 7 . 44(7H, m),8. 



3 1—8. 3 6 (2H, m) . 

[0128] mmm 1 o 1 n- [2- u-^vm 

)V- 1 - b^U S/g7k ) Xf;l/] - N - (3-e'Jy 
;H ^nfy75 FAS77/HS 
N- [2- 1 -b°^U^-;^) x^ 

;P] -N- (3-tys^) -af>7SF (150. 
Omg, 0. 36SU^)feiV7V/H(2 0. 9 

mg, o. 1 8syw %m^xmffiffl88tnm<7) 

150. lmg (88. 3%) f#^ 0 
H* : 1 4 7— 1 5 1°C 

IR(KBr) : 1 672, 1 644, 1 588, 14 
82, 14 22, 1 3 36, 1 3 06, 1 2 64, 1 2 
1 0, 1 1 76, 1 1 32, 1 1 1 6, 984cm-i. 
NMR (CDCI3-CD3OD) $ : 1. 50 — 2. 0 
3 (4H, m) , 2. 1 0 — 2. 4 8 (2H, m) , 
2. 72(2H, t, J = 6. 6Hz), 2. 86 — 
3.46(3H, m ) , 4 . 12(2H, t , J = 6. 
6Hz), 6. 79(1H, s), 7. 02 — 7. 35 
(3H, m) , 7. 3 5 — 7. 7 0 (4H, m) , 7. 
7 0— (2H, m) , 8. 2 0 — 8. 5 0 ( 4H, 
m) . 

[0129] mmm 1 o 2 n- [2 - (4-<^/>f 

;l/-l-^yy-;l/)xf;P] — N — (3-b°U^ 

N- [2- (4-O-y^;^- 1 -b°^U^-;l^) xf 
-N- ( 3-b°U ^/U) A y-afy7S F (15 
0. Omg, 0. 3 6 5 U^/H fej: 157 ( 2 
0. 9mg, 0. 185U^) m^*lM8 8J: 

^»15 0. 7mg (88. 3%)*§Jfc a 
MLiS : 1 5 5 — 1 5 7°C 

IR(KBr) : 1 6 68, 1 5 96, 1 5 78, 1 5 
52, 1482, 14 50, 1 3 92, 1 3 06, 1 2 
62, 1206, 1116, 956cm" 1 . 
NMR (CDC I3-CD3OD) d\ 1. 60 — 2. 0 
5 (4H, m) , 2. 1 3 — 2. 5 0 ( 2H, m) , 

2. 7 2 ( 2 H, t, J = 6. 6Hz), 2. 80 — 

3. 50 (3H, m), 4. 11 (2H, t, J = 6. 
6Hz), 6. 79(1H, s), 7. 00 — 7. 20 
(2H, m), 7. 2 0 — 7. 35 (1H, m), 7. 
35 — 7. 68 (4H, m) , 7. 70 — 8. 00 (2 
H, m) , 8. 23 — 8. 53 (4H, m) . 

[0130] mmm 1 o 3 4-rsy-N- 12- 

{4-^>V4)V- 1 -b°^y^~ ; p) x^] — N — 

( 3-b°u jtjv) o^/^yrs ftH >i§^ 
4-7S7-N- [2- (4-oy^;i^- 1 -b°^JJ 
xf^] -N- (3-bU^VP) 2>)V 
*^7SF (150. Omg, 0. 325 'J^/I/) 

;M3. Omi ) fcjfflKU vw yffi (37. 
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lmg, o. 3251;^) Mmtxmm^-t 

73. 6mg (93. 5%) ftfc. 
MM : 2 1 5 — 2 17. 5*C 

IR(KBr) : 3440, 3368, 1 680, 1 6 
22, 1 596, 1480, 1448, 1 350, 1 3 
1 0, 1 1 50, 1 084, 864cm" 1 . 
NMR (DMSO — d 6 ) & : 1. 50 — 2. 12(4 
H, m) , 2. 7 0 — 3. 70 (7H, m) , 3. 8 7 

(2H, t, J =5. 5Hz), 6. 0 5 (2H, 
s), 6. 60 (2H, d, J = 7 . 7 Hz ) , 7. 1 
8 (2H, d, J = 7.7Hz),7. 1 6 — 7. 7 0 

(4H, m) , 7. 80 — 8. 08 (2H, m) , 8. 
10 — 8. 26 (1H, m) , 8. 26—8. 58 (2 

H, m) . 

[0131] HflSM 1 04 4-r^f /iTSy-N- 
[2- (4-^yyMVi— 1 -b°^y xf;l^] 
-N- ( 3 -by jyjv) <y-b>x;^yrs K^jLZ 

4-m/l/Tiy-N- [2 - (4-^VM/^-l 

-e^ys/— ;io xf/i^] -N- o-eus^/i/) o 
^>x/^y7SMioo. omg, o. 205 y^ 
;l-)fcJ;^7v;H(ll. 6m g, 0. 105U^ 
S fflv^illlliW8 8 fc H»olWiff o <: k fc± o 

x . mm^B^t Lzmmit^mz 1 0 a . 5 m g (9 

2. 6%) »fco 

IJUS : 14 8-1 5 rC 

IR(KBr) : 1 676, 1 594, 1 534, 14 
48, 1422, 1 348, 1 3 14, 1 264, 1 2 
28, 1160, 1094cm 1 . 
NMR (CDCl 3 -DMSO-d 6 ) S : 1. 50 — 

I. 93(4H, m), 1. 95 — 2. 30 (2H, 
m) , 2. 17 (3H, s) , 2. 56 (2H, t , J 
= 6. GHz) , 2. 65 — 2. 9 0 ( 3H, m) , 

3. 40 — 3. 90(2H, m), 6. 77 (1H, 
s), 7. 10 — 7. 60(7H,m), 7. 60 — 
8. 00(4H, m), 8. 20 — 8. 3 5 ( 1 H , 
m) , 8.4 0 — 8. 5 5 ( 1 H, m) . 

[0132] mWM 1 0 5 N- {2- [4- (4-7 
/M-p^yyM* ;IQ - 1 - b^"/ > : -H ] X-/-/1 } - N 
- (3-bUS^) ^nfy7^A^77/llfe 

N- {2 - [4- (4-7/^n^y/>f;P) - 1 - b 

^?z/-?^ Xf^/H -N- (3-t°U^;P) -n^y 
75 K (381. lmg, 0. 885U^) i$£Xf7 
V/l/l (10 3. 2m g, 0. 88S'J^) Sffl^T 
Htt0f 8 8 b ^mnW&Zft 3 £ b t ct o T . gJWfeT 
TX«»*i: Ltaift^ftt 3 2 6. 2m g 
(7 5. 4%) 

IR(KBr) : 1 7 1 0, 1 644, 1 606, 1 5 



1 0, 1480, 14 30, 1 3 90, 1 2 90, 1 2 
62, 1 1 58, 1 1 00, 1 0 24, 1 0 08, 98 
0, 846, 8 1 2, 7 58, 7 34, 708, 632 
c m~ 1 . 

NMR(CDCl 3 -CD 3 OD) & \ 2. 45 — 2. 7 

2 (6H, m) , 3. 43 — 3. 53 (4H, m) , 
4. 10 (2H, t, J = 6. 4Hz), 6. 81 (1 
H, s) , 7. 00 — 7. 67 (8H, m) , 8. 38 

— 8. 44 (4H, m) . 

[0133] mmm 1 o e n- {2- [4- u-y 

)Vy$u^>y4 )V) - l-b^7>'~;p] x^;k[ -N 

- ( 3 -b°U *s)V) >f y^Jf>T5 Yy^Alt^ 
N- {2- [4- (4-7Wn^/>f;H - 1 — tr 
^^y-;l^]x^} -N- (3-t°>Jy>) -f V~n 
fyTS H (239. 3mg, 0. 555 'J^;I/) is J; 
[f77;H(64. 8mg, 0. SSSU^) Sffll^ 

xmm88b^mcomi^fto^biz±->x. 
t^)v? t y^m^t Lxmrnit^m* 2 6 1 . 8 m g 

(8 6. 6%) 

IR(KBr) : 1 7 08, 1636, 1464, 14 
34, 1 3 94, 1 282, 1 2 24, 1 1 56, 98 

2, 84 6, 7 58, 64 6cm" 1 . 
NMR(CDCl 3 -CD 3 OD) a : 2. 47 — 2. 6 
2(4H, m) , 2. 68 (2H, t , J = 6. 2H 
z), 3. 15 — 3. 2 7 ( 1 H, m) , 3. 59 — 

3. 6 3 (4H, m) , 4. 08 (1H, t, J-6. 
2Hz), 6. 80 (2H, s), 6. 84 — 7. 19 
(5H, m), 7. 25 — 7. 50 (3H, m), 7. 
94 (1H, d, J = 4. 4Hz) , 8. 06 (1H, 
d, J = 2. 4Hz) , 8. 36 — 8. 52 (2H, 
m) . 

[0134] 1 0 7 4-T5y~N- [2- 

(4-^vy>f 1 -b^y^x/iQ xf;p] — N — 
(3-h°'J I^W>M 

4-7S7-N- [2- (4-OVM^-l-bxy 

^-;l^) xf;H -N- ( 3 — b° y V)V ) < >XT 5 K 
(3. OOg, 7. oosuw) Jx^y^d 

0. 0ml ) CML, ifflttvHVl (8 12. 

Omg, 7. OOS'J^/P) OT^/P»S(2 0. 

0m l ) Itnt, flOTUt:. «9St«*L, WtfiLfcte 

T . 3fcfe*&*i: LT«Hft^BlS 2 . 4 7 5 g (65 

%) Wfco 

SbS : 1 7 4 — 1 7 5°C 

IR(KBr) : 1 680, 1 6 34, 1 6 06, 1 5 

80, 1 5 1 8, 1480, 1448, 1 384, 1 3 

60, 1314, 1232, 1186, 864cm" 1 . 
NMR(CDCl 3 -DMSO-d 5 ) & : 1. 90 — 

2. 35 (4H, m) , 2. 92 — 3. 80 (9H, 
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m) , 4. 27 (2H, t, J = 6. 8Hz) , 6. 2 

4 ( 2H, s ) , 6. 41 ( 2H, d , J =8. SH 
z ) , 7. 07 (2H, d, J = 8. 8Hz), 7. 1 

5 — 7. 66 (5H, m) , 7. 75 — 8. 03 (2 
H, m) , 8. 1 6 — 8. 4 5 ( 2H, m) . 

[0135] mmizLxmmmi os-i 6 5^» 
mmn ios 4-ts /-n- {2- [4- (4-^ 

/^pOV^/I/) - 1 -b^>J5/x;H x^;P} -N 
- ( 6-* >>VP) ALyXTS F^y 

f^Hfe^*(85.9%) . IIS : 95-104*C 

IR(KBr) : 1680, 1630, 1600, 1492, 1440, 1378, 1306, 1282, 12 

50, 1224, 1178, 1156, 974, 836, 762, 602cm" i . 

NMR (CDC1 3 -CD 3 0D) d : 1 . 78—1 . 91 (4H, m) , 2. 22—2 . 40 (2H, 

m),2.73(2H,t,J=6.8Hz) ,3.01— 3.41 (5H,m) ,3.88(3H,s), 

4.01(2H,t,J=6.8Hz ) , 6.44(2H, d, J=8.6Hz) ,6.64(lH,d,J 

=8 . 8Hz) , 6 . 79 ( 1H , s) , 7 . 05—7 . 44 ( 5H , m) , 7 . 85 ( 1H , d , J=2 . 

6Hz),7.95(2H,dd,J=8.8,5.7Hz). 

mnm 109 a-t^jvt^j-n- {2 - ia- 

(4-7Mn^yy"-f )V) -l-b^jj^x/p] xf 

)V) -N- 3-b°'jy;k) <yX7S 

afe»*(58.9» . Bl* : 221-224 0 C(*»?) 
IR(KBr) : 1712, 1682, 1650, 1596, 1528, 1510, 1494, 1442, 14 
10, 1376, 1318, 1288, 1256, 1230, 1210, 1162, 1134, 1036, 85 
0,636cm- 1 . 

NMR (CDC1 3 -DMS0-d 6 ) a : 1 . 77—1 . 87 (4H , m) , 2 . 10 (3H , s) , 

2 . 1 7—2 . 28 (2H , m) , 2 . 60 (2H , t , J=6 . 4Hz) , 2 . 84—3 . 57 (3H , 

m),3.87(3H,s),3.98(2H,t,J=6.4Hz),6.61(lH,d,J=8.6H 

z ) , 6 . 79 ( 1H , s) , 7 . 04—7 . 49 ( 6H , m) , 7 . 85 ( 1H , s) , 7 . 95 (2H , 

dd , J=8 .6,5. 5Hz) , 8 . 93 ( 1H , br-s ) . 
[0136] SSHM 110 4-T^y-N- { 2- 
[4- {A-y)V^u^yVA )V) -l-b^oj^x 

;±2 ^±Zkl -N- ( 2-?PP-3-b°U -J)V) <y 

XT 5 F^5 77/llS 

««fi»*<79.4» . BUS: 100-107°C 

IR(KBr) : 1680, 1636, 1600, 1562, 1452, 1410, 1376, 1304, 12 

28,1180,1158,840,762,602cm- 1 

NMR (CDC1 3 -CD 3 0D) d : 1 . 48—1 . 88 (4H, m) , 2. 33 (2H , dd , J=l 
0.8,3. 7Hz) , 2 . 68—2 . 81 (2H , m) , 2 . 86—3 . 33 (3H, m) , 3. 40 
— 3 . 45 (1H, m) , 3 . 80—4 . 22 (1H , m) , 6 . 42 (2H , d , J=8 . 6Hz) , 
6 . 78(1H, s) , 7. 04—7 . 28 (5H, m) , 7. 63 (1H , dd , J=7. 7, 1 . 5H 
z) , 7. 94 (2H, dd, J=8. 6, 5. 5Hz) ,8.23 (1H, dd, J=4. 6, 1 . 5H 
z). 

mmm 1 1 1 4-r-b^rsy-N- {2- [4- 

(4-7^//^^) X-f 
— N — ( 2-?PP-3-tf U^/H F 

8«tfe»* (83.42) . BUS: 136-144°C 



IR(KBr) : 1680, 1650, 1598, 1562, 1530, 1452, 1408, 1372, 13 
12, 1260, 1230, 1180, 1156,974, 852, 762,744cm 1 . 
NMR ( CDC 1 3 -CD 3 0D) d : 1 . 58—1 . 97 (4H , m) , 2 . 1 1 (3H , s ) , 2 . 1 
1—2 . 36 (2H , m) , 2 . 6 1—3 . 45 (6H , m) , 3 . 58—3 . 76 ( 1H , m) , 4 . 
16— 4.57(lH,m),6.80 (1H, s) , 7. 09(2H, dd,each J=8.6H 
z) , 7 . 18—7 . 70 (4H, m) , 7. 95 (2H , dd , J=8 . 6 , 5 . 5Hz) , 8 . 24 
(lH,dd,J=4.6,1.5Hz). 

[0137] mmm 1 1 2 4-rsy-N- { 2- 

[4- (A-y)V^-u^yv^ )V) - 

X^M -N- ( 6-?PP-3-fc?US^) 

XT g k^s -7 -en- Etta 

&fi»*(82.0» . HKj£ : 201-204*C(^») 
IR(KBr) 4680,1636, 1624, 1598, 1562, 1460, 1406, 1390, 13 
72 , 1 310 , 1 296 , 1 226 , 1 1 76 , 1 1 56 , 1 132 , 1 106 , 838 , 762 , 638c 
m 1 . 

NMR (CDCI3-CD3OD) 3 :\. 68—1 . 82 (4H , m) , 2 . 1 5— 2 . 42 ( 2H , 
m) , 2. 68 (2H, t , J=6. 6Hz) , 2. 95— 3. 40 (5H , m) , 4 . 03(2H, t, J 
=6 . 6Hz) , 6 . 45 (2H , d , J=8. 6Hz) , 6. 81 (1H , s) , 7 . 04—7 . 54 ( 5 
H,m), 7.95(2H,dd,J=8.8,5.5Hz),8.11(lH,d,J=2.4 Hz). 

mm\ 113 4-7tf;i/7;y-N- {2 - la- 
{A-yjv^u^yy^}V) -l-b^y^'x;^] xf- 

)V) -N- (6-;pp-3-b°'Jy;i/) <yX7S F 

Bfi»*(81.3» . BL*:219-227*C(4r») 

I R (KBr) : 1 680 , 1 656 , 1 596 , 1 530 , 1 5 10 , 1460 , 1408 , 1374 , 13 

18, 1302, 1258, 1230, 1180, 1162,850cm- 1 . 

NMR ( CDC 1 3 -DMS0-d 6 ) d : 1 . 77—1 . 86 (4H , m) , 2 . 1 2 ( 3H , s) , 

2 . 16—2 . 29 (2H , m) , 2 . 61 (2H , t , J=6 . 2Hz) , 2 . 71—3 . 24 (4H , 

m) , 4 . 01 (2H , t , J=6 . 2Hz) , 6 . 80 ( 1H , s) , 7 . 04—7 . 53 (7H , m) , 

7. 95 (2H , dd, J=8. 8, 5. 5Hz) , 8. 13(1H, d, J=2.4Hz) , 8. 92 (1 

H,br-s) . 

[0138] mmm 1 1 4 4-^s^7sy-N- 

{2- [4- (4-7/i/tp^yy 1 -{;i/) -i-b^jj 

y~)V^\ Xf/H -N- ( 3 — b° U ^yXTi F 

e««*(52.1%> . Mj£ : 182-187*C(#j$) 

I R (KBr) : 1692 , 1642 , 1 596 , 1 528 , 1480 , 1426 , 1408 , 1382 , 13 

14 , 1254 , 1230 , 1182 , 1160 , 1132 , 848cm- 1 . 

NMR ( CDC 1 3 -CD 3 0D) a : 1 . 72—1 . 91 (4H , m) , 2 . 27—2 . 43 (2 

H,m) ,2.70(2H,t, J=6. 6Hz) , 2. 96—3 . 41 (3H , m) , 4 . 09 (2H , 

t , J=6 . 6Hz) , 6 . 81 (1H , s) , 6 . 94—7 . 47 (7H , m) , 7 . 92 (2H , dd , 

J=8 . 8 , 5 . 5Hz) , 8 . 28—8 . 39 ( 2H , m) . 

Uttffl 115 4-Al/y/l/7S7-N- {2 - 14- 

;M — N — ( 3 - b° 'J y> ) X7 - 7 ^1 

J§ 

m^T^iV y r ximjfc (84 . 0%) 

IR (KBr) : 1710, 1682, 1652, 1598, 1410, 1380, 1312, 1278, 1 

178,1156,1092,974,710cm- 1 . 

NMR ( CDC 1 3 -CD 3 0D) d : 0 . 79-0 . 93 (3H , m) , 1 . 07—1 . 74 (6 



(40) 



10-77271 



H,m),1.82— 1.91(2H,m),2.28— 2.50(4H,m) ,2.69(2H,t,J 
=6 . 4Hz) , 2. 95—3 . 41 (3H , m) , 4 . 11 (2H , t , J=6 . 4Hz) , 6 . 81 (1 
H,s), 6.97(2H,d,J=8.4Hz),7.09(2H,dd,each J=8.8Hz), 
7 . 1 8—7 . 53 (4H , ra) , 7 . 95 (2H , dd , J=8 . 6 , 5 . 5Hz) , 8 . 36—8 . 4 
0(2H,m). 

[0139] mmm 1 1 6 a-x^tsj-n- 

{2 [4 (4-7/^n^//M/H -1-b^y 
xf;P } - N - ( 3 - b° U ) 5 K 

U8Bfef&*(79.2%) . : 90-96°C 
IR(KBr) : 1680, 1638, 1598, 1530, 1478, 1426, 1374, 1334, 13 
00, 1226, 1182, 1156, 976,832, 762cm- 1 . 
NMR (CDC1 3 -CD 3 0D) 8 : 1 . 82—1 . 89 (4H , n) , 2 . 21— 2 . 34 (2H, 
m) , 2. 68—2 . 83 (2H , m) , 2 . 76 (3H , s) , 2 . 99—3 . 24 (4H , m) , 
4 . 08 (2H , t , J=6 . 6Hz) , 6 . 32 (2H , d , J=8 . 6Hz) , 6 . 79 ( 1H , s) , 
7 . 04—7. 28 (5H , ra) , 7 . 51 (1H, dd, J=8 . 1 , 1 . 8Hz) , 7. 95 (2H , 
dd , J=8 . 8 , 5 . 5Hz) ,8.31—8.36 (2H , m) . 
mWM 1 1 7 4-^f;^7Sy-N- {2- [4- 
(4-7/^POVW;l/) - 1 -b^JJ ^x;l4 xj: 
)V\ -N- (3-b°y^) <yX75^5 77;kl 

afe«)*(62.0%) . : 154— 162°C 
IR(KBr) : 1677, 1641, 1608, 1530, 1482, 1449, 1428, 1374, 13 
05, 1230, 1197, 1158, 975, 954, 822, 759 , 711cm" i . 
NMR (CDC1 3 -CD 3 OD) 8 : 1 . 72—1 . 87 (4H, m) , 2. 29—2 . 53 (2H, 
m) , 2 . 79 ( 2H , t , J=6 . 6Hz) , 2 . 92 (6H , s) , 3 . 08—3 . 45 (3H , m) , 
4 . 1 0 ( 2H , t , J=6 . 6Hz) , 6 . 42 (2H , d , J=8 . 8Hz) , 6 . 78 ( 1H , s) , 
7 . 04—7 . 29 ( 5H , m) , 7 . 54 ( 1H , d , J=7 . 9Hz) , 7 . 95 ( 2H , dd , J= 
8.4,5.5Hz),8.31— 8.36(2H,m). 
[0140] mmm 1 l 8 4-^^yx;^;k7S 
y-N- {2 - [4 - {4-7)V^u^VV'4 )V) -1 
-^'Jy^] x?7H -N- (3-by^VP) ^y 
XTji $ y -?)VmU 
«8Bfit&*<43.3» . US: 196-200°C(^») 
IR(KBr) : 1674, 1644, 1598, 1478, 1426, 1386, 1364, 1326, 13 
08, 1232, 1222, 1206, 1156, 1114, 974, 848, 606, 532cm" 1 . 
NMR (CDC1 3 -CD 3 OD) 8 : 1 . 76—1 . 86 (4H , m) , 2 . 05—2 . 22 (2H, 
m) , 2. 62 (2H , t , J=6 . 4Hz) , 2 . 93 (3H , s) , 2 . 99—3 . 40 (3H , m) , 
4.05(2H,t,J=6.4Hz),6.97— 7.29(8H, in) , 7. 55(lH,d, J=8. 
1Hz) , 7. 95(2H, dd, J=8. 6, 5. 5Hz) ,8. 28— 8. 39(2H, m) . 

mmm 1 1 9 4-xf;^75/-N- {2 - [4- 
{A-y/u^u^yy^ iv) - 1 -b^y s^/i-] x-^ 
jv) -N- (3-b°yy;p) ^yX7^A5 7v;i/i 

ffef 

S8Bfe3|»*(81.3%) . BA: 100-108°C 
IR(KBr) : 1680, 1638, 1604, 1528, 1506, 1480, 1448, 1424, 14 
10, 1374, 1334, 1300, 1228, 1182, 1156, 1110, 974, 832, 762c 
jit 1 . 

NMR (CDC1 3 -CD 3 OD) d : 1 . 20 (3H , t , J=7 . 0Hz) , 1 . 71—1 . 93 (4 
H,m) , 2. 22—2 . 50 (2H , m) , 2 . 76 (2H , t , J=6 . 8Hz) , 2 . 97—3 . 



52 (5H , m) , 4 . 08 ( 2H , t , J=6 . 8Hz) , 6 . 32 (2H , d , J=8 . 8Hz ) , 6 . 7 
9 ( 1H , s) , 7 . 06—7 . 56 ( 5H , m) , 7 . 95 (2H , dd , J=8 . 6 , 5 . 3Hz) , 
8.31— 8.36 (2H,m). 

[0141] mmm 1 2 0 a- (boo- 1 -4)v) 

-n- {2 - [4- ( A-yjy^u^yyj )V) - 1 - 
b°^U^'x;k] x-^;M -N- (3-by^VP) 

8B8fi»*<81.2» . BUS : 171-179°C(^») 

I R (KBr) : 1 722 , 1 678 , 1 650 , 1 598 , 1 574 , 1 520 , 1478 , 14 52 , 14 

26, 1384, 1332, 1300, 1230, 1210, 1192, 1158, 1132, 1068, 97 

6,840,760,724cm" 1 . 

NMR ( CDC 1 3 -CD 3 0D) d : 1 . 81—1 . 92 (4H , m) , 2 . 18—2 . 30 (2H , 
m),2.73(2H,t,J=6.6Hz),2.97-3.14(3H,m),4.11(2H J t,J 
=6 . 6Hz) , 6 . 31 (2H , m) , 6 . 80 ( 1H , s) , 7 . 03—7 . 60 (1 OH , m) , 7 . 
95 (2H , dd , J=8 . 6 , 5. 5Hz) , 8 . 35—8 . 37 (2H , m) . 

mmm 1 2 1 

{2- [4- {A-y)V^u^yy^)V) -l-b-^y 

*J-)V~\ X^/P} -N- ( 3 — b° U j/)V ) ^ yXT 5 H 

^S77;kll§ 

Mfe7^/k7rX«Ptt 

IR (KBr) : 1730, 1680, 1644, 1598, 1532, 1480, 1446, 1410, 13 
76,1314,1226,1180,1156,1104,1062,974,848,762,710,6 
02cm" 1 . 

NMR ( CDC 1 3 -CD 3 0D) 8 : 1 . 20 ( 3H , t , J=7 . 0Hz) , 1 . 58—1 .96(4 
H , m) , 2 . 15—2 . 60 (2H , m) , 2 . 70 (2H , t , J=6 . 6Hz ) , 2 . 9 5—3 . 
52(4H,m),4.01— 4.31(4H,m) ,6.80(lH,s),7.08(2H,dd,ea 
ch J=8 . 8Hz) , 7 . 22—7 . 40 (5H , m) , 7 . 52 (2H , dd , J=8 . 1 , 1 . 3H 
z) , 7 . 95 (2H , dd , J=8 . 6 , 5 . 5Hz) , 8 . 30—8 . 38 (2H , m) . 
[0142] 1 2 2 4- (N-7jvP5;l— N- 

7°Pb 0 ;l/7S/) -N- {2 - [4 - (A-y^uK 
yVA)V) -1-bXiJy^] x-f;lW -N- (3- 

IR (KBr) : 1678, 1600, 1510, 1480, 1426, 1410, 1378, 1304, 12 
62, 1226 , 1158, 1132, 974, 848, 748, 710, 604cm" 1 . 
NMR ( CDC 1 3 -CD 3 0D) 8 : 0 . 76 ( 3H , t , J=7 . 0Hz) , 1 . 30—1 .46(2 
H, m) , 1 . 73—1 . 88 (4H, m) , 2. 08— 2. 47 (2H,m) , 2.63(2H, t, J 
=6 . 6Hz) , 2 . 88—3 . 34 ( 3H , m) , 3 . 64 (2H , t , J=7 . 3Hz) , 4 . 03 (2 
H , t , J=6 . 6Hz) , 6 . 72 (1 H , s) , 6 . 92 (2H , d , J=8 . 4Hz) , 7 . 07— 
7.34(5H,m),7.49(lH,d,J=7.9Hz),7.88(2H,dd,J=8.6,5.3 
Hz), 8. 26— 8.34(3H,m). 

mmm 123 4-7Pb>7^y-N- {2- la- 

(4-7/^p^yy^/i/) -l-b^y^'x;^] x^ 
)V) — n — ( 3 -by 0x75 K^5^v;i-B§ 

6fe»*(82.8*> . ffll^: 117-122°C(^M) 

IR (KBr) : 1674, 1646, 1610, 1530, 1478, 1420, 1380, 1360, 13 

36 , 1 298 , 1 262 , 1 226 , 1 202 , 1 182 , 1 162 , 1 1 12 , 1078 , 974 , 82 

8,762,604cm" 1 . 

NMR ( CDC 1 3 -CD 3 0D) 8 : 0 . 95 ( 3H , t , J=7 . 0Hz) , 1 . 47—1 .72(6 
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H,m),2.22— 2.36(2H,m),2.76 (2H, t, J=6.6Hz) ,2.95— 3. 
45(5H ; m) J 4.0S(2H J t,J=6.6Hz),6.32(2H J d,J=8.4Hz),6.8 
0 (1H, s) , 7. 06— 7. 28 (5H,m) , 7. 51 (1H, d, J=7. 3Hz) ,7. 88— 
8.03(2H,m),8.33(2H,m). 

[0143] mmm 1 2 4 n- < 2- [4- u-y 

/^p^yy^/i/) -l-^'jy^] xw) -4 
-y h^-N- ( 3-b°U^VP) ^yXTS 1-A^7 

SBSfi»*<54.5» . RftjS: 125-127°C 

IR(KBr) : 1690, 1644, 1598, 1574, 1512, 1374, 1302, 1254, 12 

30,1176cm" 1 . 

NMR (CDC1 3 -CD 3 0D) 8 : 1 . 65—2 . 08 (4H , m) , 2 . 20—2 . 63 (2H, 
m),2.81(2H,t,J=6.8Hz),2.91— 3.46(3H, m) ,3. 75(3H,s) , 
4.12(2H,t,J=6.8 Hz),6.69(2H,d,J=9.0Hz),6.78(lH,s), 
7 . 00—7 . 33 (7H , m) , 7 . 40—7 . 60 ( 1H , m) , 7 . 95 (2H , dd , J=8 . 
8,5.5Hz),8.20— 8.40(2H,ra). 

mm\ 12 5 N- {2 - [4- (4-y;M-pQV 
AJV) - 1 -b^y^-AQ xfvH -N- (3 -by 

SM*(85» . It* : 156-159'C 

IR(KBr) : 1716, 1674, 1658, 1640, 1598, 1448, 1376, 1230, 11 

60,712cm 1 . 

NMR (CDC1 3 -CD 3 0D) 8 : 1 . 63—2 . 05 (4H , m) , 2 . 05—2 . 60 (2H , 
m) , 2 . 77 ( 2H , t , J=6 . 8Hz) , 2 . 90—3 . 45 (3H , m) , 4 . 12 (2H , t , J 
=6 . 8Hz) , 6. 79 (1H , s) , 7 . 15 (2H , dd, J=8 . 8Hz) , 6 . 96—7 . 33 
(6H,m),7.43— 7.65(lH,m) ,7.97(2H,dd, J=8.8, 5.4 Hz), 
8.16— 8.40 (2H,m). 
[0144] mWM 1 26 4-TS 7-N- [2- 
{4-^/-{/kl-bX'Jy^) -N- 
( 3 - b° V i?)V ) ^>XT 5 5 Z^ZkM^ 
mfe«&*(93.0%) . It£: 176— 179°C 
IR(KBr) : 1674, 1634, 1606, 1446, 1426, 1376, 1310, 1224, 76 
2cm - 1 . 

NMR (CDC1 3 -CD 3 0D) 8 : 1 . 60—2 . 00 (4H , n) , 2 . 26—2 . 52 (2H , 
m) , 2 . 77 ( 2H , t , J=7 . 0Hz) , 2 . 86—3 . 45 (3H , m) , 4 . 09 (2H , t , J 
=7. 0Hz) , 6. 42 (2H, d, J=8. 6Hz) ,6. 78 (1H, s) , 7. 08 (2H, d, J= 
8 . 6Hz) , 7 . 14— 7 . 63 (4H , m) , 7 . 76—7 . 95 ( 2H , m) , 8 . 1 0— 8 . 
36(2H,m). 

mmm 127 4-7wr$y-N- [2 - u- 

^yyM jv- 1 -b^y i/—)V) x^/io -n- (3- 

b y ) ^yXT 5 5 7 v/lfiffia 

afe& v *(96%) . ItS : 208-210°C 

IR(KBr) : 1684, 1644, 1598, 1530, 1480, 1448, 1428, 1376, 13 

14,1260,1230,1180cm- 1 . 

NMR (CDC1 3 -CD 3 OD) 8 : 1 . 70—2 . 00 (4H , m) , 2 . 10 (3H , s) , 2 . 2 
0—2 . 56 ( 2H , m) , 2 . 75 (2H , t , J=6 . 6Hz) , 2 . 90—3 . 63 (3H , m) , 
4.11(2H,t,J=6.6Hz),6.79(lH,s),7.08— 7. 68(9H,m) ,7.7 
5—8. 03 (2H , m) , 8 . 16—8 . 40 (2H , m) . 
[0145] mWM 1 28 4-x^yx;^x;k7S 
y-N- {2- [4 - (A-yjv^u^yVA jv) -1 



-b^ys^;^] x^/M -N- (3-t C| Jy;i/)<y 

XT 5 ^A^7^1S 
8WBft»*(86.1» . It* : 112-118°C 
IR(KBr) : 1680, 1644, 1598, 1510, 1480, 1450, 1426, 1380, 13 
34 , 1306 , 1228 , 1144, 974, 922, 852, 760, 710, 602cm" 1 . 
NMR ( CDC 1 3 -CD 3 0D) 3 : 1 . 29 ( 3H , t , J=7 . 3Hz) ,1.81—2.01(4 
H, m) , 2. 20—2 . 46 (2H , m) , 2 . 73 (2H , t , J=6 . 6Hz ) , 2 . 84—3 . 
42 (6H , m) , 4 . 10 (2H, t , J=6 . 6Hz) , 6 . 80 (1H , s) , 6 . 96—7 . 28 
(7H , m) , 7 . 55 ( 1H , d , J=8 . 1Hz ) , 7 . 87—7 . 93 ( 2H , m) , 8 . 29— 
8.40(2H,m). 

SSHSffl 1 2 9 4 - h y 7;l^P7tf;^7 57-N- 
{2- [4- (A-y^u^yYi A) -l-b-KU 

*J~}V~\ XjM^} -N- ( 3 — b° U ^yXTi F 

8B»ft»*(47.8» . BUS: 173-176°C 
IR(KBr) : 1716, 1680, 1644, 1600, 1546, 1510, 1452, 1430, 14 
12, 1382, 1364, 1306, 1246, 1208, 1184, 1158,848, 766cm" 1 . 
NMR ( CDC 1 3 -CD 3 OD) 8 : 1 . 69—1 . 90 (4H , m) , 2 . 14—2 . 40 (2H , 
m) , 2 . 72 (2H , t , J=6 . 6Hz) , 2 . 97—3 . 40 (3H , m) , 4 . 1 0 (2H , t , J 
=6 . 6Hz) , 6 . 80 (2H , s) , 7 . 04—7. 28 ( 5H , m) , 7 . 44—7 . 52 (3H , 
m) , 7 . 9 5 ( 2H , dd , J=8 . 4 , 5 . 5Hz) , 8 . 29—8 . 39 (2H , m) 
[0146] mm\ 1 3 0 4-*>W K-N- { 2- 

[4- {A-yiv^u^yy^ )V) -i-b^y^ 
;H xjyM -N- ( 3-\ZVi/)V) ^yX7S F^S 

77jlg| 

&fi»*(56.3» . ttj£: 198-202°C(^») 

IR(KBr) : 1702, 1674, 1640, 1590, 1530, 1412, 1384, 1338, 13 

06 , 1260 , 1230 , 1184 , 972, 848 , 764cm" 1 . 

NMR ( CDC 1 3 -CD 3 OD) 8 : 1 . 63—1 . 83 (4H , m) , 2 . 08—2 . 26 (2H , 

m) , 2 . 63 (2H , t , J=6 . 4Hz) , 2 . 88—3 . 32 ( 5H , m) , 4 . 00 (2H , t , J 

=6 . 4Hz) , 6 . 73 (1 H , s ) , 6 . 97—7 . 23 (7H , m) , 7 . 42—7 . 50 ( 1 

H,m), 7.88(2H,dd,J=8.6,5.5Hz),8.21— 8.29 (2H,m) 

mm\ 1 3 1 4-r^y-N- {2- [4- u-y 

pp\yyy/^) -i-bxyy^;i/] xj^ij -n- 
( 3 - b° y ) KyXT 5 K-^ 5 
e««*(60.1%) . It* : 184— WC(j>») 
IR(KBr) : 1726, 1680, 1622, 1608, 1476, 1446, 1422, 1400, 13 
58,1310,1228,1178,1090,842, 764,640cm" 1 . 
NMR ( CDC 1 3 -CD 3 OD) 8 : 1 . 72—1 . 90 (4H , m) , 2 . 18—2 . 35 (2H , 
m),2.72— 3.39(5H,m),4.07(2H,t,J=6.6Hz),6.43(2H,d,J 
=8 . 4Hz) , 6 . 80 (1 H , s ) , 7 . 07 (2H , d , J=8 . 6Hz) , 7 . 1 5— 7 . 48 
(4H , m) , 7 . 85 (2H , d , J=8 . 6Hz) , 8 . 30 (2H , m) . 

[0147] mmm 1 3 2 4-7W7sy-N- 
{2 - [4 - (4-^ppKyyy;i/) - 1 -b-^y 

x^-,/M — N — (3-b°'jy;I/) \yX7^A 

afe»*(94.8%) . It* : 179— 185°C(4MW) 

IR(KBr) : 1664, 1642, 1590, 1530, 1480, 1428, 1406, 1378, 13 

14 , 1 262 , 1 230 , 1 208 , 1 1 82 , 1 142 , 1 1 14 , 1094 , 974 , 846 , 764c 
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NMR (CDC1 3 -CD 3 OD) d : 1 . 79—1 . 84 (4H, m) , 2. 10 (3H, s) , 2 . 1 
8— 2.35(2H,m),2.61— 3.39(5H,m) , 4.07(2H,t, J=6. 4Hz) , 
6.80(lH,s),744— 7.58(8H,m),7.86(2H,d,J=8.4Hz),8.2 
8— 8.36(2H,rn). 

mm\ 133 4-yry-N- {2- [4- u-y 
( 3 - b° u ) Kyxr v/i-lgJS 

^fi*&*(81%) . : 156— 158°C 

IR(KBr) : 1674, 1658, 1640, 1598, 1478, 1404, 1374, 1304, 12 

82, 1226, 1206, 1156, 1132, 974cm" i . 

NMR ( CDC1 3 -CD 3 OD) a : 1 . 60—2 . 03 (4H , in) , 2 . 08—2 . 46 (2H , 

m) , 2 . 69 ( 2H , t , J=6 . 4Hz) , 2 . 85—3 . 46 (3H , m) , 4 . 10 (2H , t , J 

=6.4Hz),6.79(lH,s),7.00— 7.63(6H, m) , 7. 14(2H,dd,eac 

h J= 8.8Hz),7.96(2H,dd,J=8.8,5.5Hz),8.20— 8.46(2H, 

m). 

[0148] mmm 1 3 a a- u-^fvwsvy/i- 

757) — N — {2- [4- (4-7/^P^yy^ 
)V) - 1 -\Z^)V—)V\ X^/P} -N- ( 3-b°U^' 

SM*(55.8» . MA : 210— 213°C (ftM) 

IR(KBr) : 1678, 1644, 1598, 1530, 1428, 1410, 1378, 1366, 13 

12, 1254, 1230, 1182, 1154, 838,764, 642cm" 1 . 

NMR (CDC1 3 -CD 3 OD) d : 0 . 83 (6H , d , J=5 . 3Hz) , 1 . 42—1 . 86 (7 

H,m) , 2. 22—2 . 53 (4H , m) , 2 . 59—2 . 80 (2H , m) , 2 . 86—3 . 58 

(3H , m) , 4 . 06 (2H , t , J=6 . 8Hz) , 6 . 74 ( 1H , s) , 7 . 06—7 .50(8 

H , m) , 7 . 79 — 7 . 95 (2H , m) , 8 . 22—8 . 29 (2H , m) , 

mmm 135 a-*?9 j ajvt^j -n- {2- 

[4- (A-y)V^u^yy^)V) -i-b^u>>x 

;±2 XjVM -N- ( ^yX7 5 P77 

am*(47.8%) . : 200-203°C(-frft?) 
IR(KBr) : 1712, 1678, 1642, 1598, 1528, 1478, 1428, 1408, 13 
80, 1308, 1240, 1182, 1156, 1136, 854, 840, 766, 638cm" i . 
NMR (CDC1 3 -CD 3 OD) 8 : 0 . 82-0 . 87 (3H , m) , 1 . 11 — 1 . 28 (8 
H,m),1.61— 1.90(6H,m),2.22— 2.44(4H,m) ,2.71 (2H,t,J 
=6 . 4Hz) , 2 . 97—3 . 41 (3H , m) , 4 . 08 ( 2H , t , J=6 . 4Hz) , 6 . 81 (2 
H,s),7.04— 7.48(8H,m),7.95(2H,dd,J=8.4,5.5Hz),8.31 
— 8.37(2H,m\ 

[0149] mmm 1 3 6 a- j^tj ajvt^j -n 

- {2- [4- (A-yji^u^yy^ jv) -i-tr^ 
U^x/t,] Xjfvl} — N — ( s^yXTS. 

9M*(79.6X) . BUS: 194-199*C(#S) 
IR(KBr) : 2928, 1714, 1678, 1642, 1598, 1528, 1478, 1452, 14 
28, 1410, 1380, 1336, 1310, 1256, 1230, 1184, 1156, 766, 638 
cm" 1 . 

NMR ( CDC1 3 -CD 3 OD) a : 0 . 87 (3H , m) , 1 . 27—1 . 47 ( 12H , m) , 1 . 
58—1 . 87 (6H , m) , 2 . 14—2 . 47 ( 2H , m) , 2 . 73 (2H , t , J=6 . 6H 
z) , 2. 88— 3. 40(3H,m) , 4. 09 (2H, t, J=6. 6Hz) , 6.80(2H, 
S),7.04— 7.58(8H,m),7.95(2H,dd,J=8.6,5.5Hz),8.28— 



8.37(2H,m). 

mm\ 13 7 izTx^WW K-N- {2 - [4 

- {A-yiv^u^yyj )V) - 1 -b^jj s£xjk] x 
±M -N- (3-b°'Jy;k)^yX7SHAS77;l/ 
WSl 

&fi»*(61.6K) . MA : 219-222°C 

I R (KBr ) : 1 700 , 1 674 , 1 640 , 1 598 , 1 548 , 1 502 , 1446 , 1428 , 14 

12,1364,1240,1186,1156,982, 854cm" 1 . 

NMR ( CDC 1 3 -DMS0-d 6 ) a : 1 . 40—1 . 90 (4H , m) , 1 . 98—2 . 38 

(2H , m) , 2 . 76—3 . 50 (5H , m) , 4 . 05 (2H , d , J=6 . 4Hz) , 6 . 66 ( 1 

H , s) , 6 . 85—7 . 70 ( 10H , m) , 7 . 80—8 . 16 (3H , m) , 8 . 20—8 . 40 

(2H,m),8.40— 8.73(2H,m). 

[0150] mmm 1 3 s 4-rsyv-N- < 2- 

[4- (A-y)V^u^yy^ )V) -l-tr^u^x 

xf;l/} — N — ( 3-b Q U^VP) ^X7 5 K77 

mm^r^)vy r xAmM{^.mm 

IR (KBr) : 3360, 3056, 1678, 1598, 1554, 1484, 1410, 1384, 13 
10,1230,1184,1158,856cm" 1 . 

NMR ( CDC 1 3 -CD 3 0D) a : 1 . 95—2. 31 (4H , m) , 2 . 90 — 3 . 85 (10 
H , m) , 4 . 20—4 . 40 (2H , m) , 6 . 76 (2H , s) , 7 . 03—7 . 76 (6H , 
m) , 7 . 80—8 48 (4H, m) , 8 . 20—8 . 50 (2H , m) . 

mmm 139 3-rsy-N- {2- la- u-y 

)V*uLyV4)V) - 1 -b°^y xjHM — N 

- (3-b°'Jy/l/) ^>X7 5 $ y-?)im^ 
efe»*(91.8X> . MA : 108-113*0 

IR (KBr) : 1676, 1640, 1598, 1580, 1456, 1382, 1318, 1280, 12 

26 , 1 1 58 , 958 , 854 , 792 , 752 , 708 , 668cm" 1 . 

NMR ( CDC 1 3 -CD 3 0D) 8 : 1 . 60—1 . 80 (4H , m) , 2 . 05 — 2 . 29 (2 

H,m) ,2. 59(2H,t, J=6. 6Hz) , 2. 84—3 . 34 ( 3H , m) , 3 . 99 (2H , 

t , J=6 . 6Hz) , 6 . 37—6 . 60 (3H , m) , 6 . 74 (2H , s) , 6 . 85—7 . 21 

(4H,m),7.39 — 7.40(1H, m) , 7. 88(2H,dd, J=8. 6, 5. 4Hz) , 

8.26(2H,m). 

[0151] mmm 1 a o sy-N- 

{2- LA - (4-7/^n<yy^;i/) -l-b^u 
xf;P} -N- ( 3 — b° U zs)V) <^X75 K 

f&ISftB* (91.6%). 123 -126°C 

I R (KBr) : 1 680 , 1 648 , 1 598 , 1 554 , 1 506 , 1484 , 1430 , 1378 , 13 
06 , 1226 , 1158 , 1108, 976, 956, 852, 800, 750, 710cm" 1 . 
NMR ( CDC 1 3 -CD 3 0D) d : 1 . 69—1 . 92 (4H , m) , 2 42 (3H , s ) , 2 . 4 
4—2 . 54 (2H , m) , 2 . 67 ( 2H , t , J=6 . 6Hz) , 2 . 96—3 . 26 (3H , m) , 
4. 09 (2H , t , J=6. 6Hz) , 6. 81 (2H, s) , 6. 89 (1H , br-s) , 7 . 02— 
7 . 36 ( 5H , m) , 7 . 49—7 . 73 (2H , m) , 7 . 96 (2H , dd , J=8 . 6 , 5 . 5H 
z),8.34(2H,m). 

mmm 1 a i 4-<yy^^7sy-N- {2- la 

- (A-y)V^-u^yy^ )V) -i-b^y^x;p]x 

±]V) -N- ( 3-b°U -J]V) KyXTZ H'77/^iS 

6fc»*(94.0%) . M^t: 212-217*0 (^JS) 

IR (KBr) : 1678, 1668, 1642, 1600, 1530, 1452, 1428, 1408, 13 
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80, 1364, 1324, 1266, 1228, 1156,852,762, 702cm- 1 . 
NMR(CDC1 3 -CD 3 0D) 8:1. 82—1 . 92 ( 4H , m) , 2 . 19—2 . 23 (2H , 
m) , 2 . 73 ( 2H , t , J=6 . 4Hz) , 2 . 98—3 . 10 (3H , m) , 4 . 10 (2H , t , J 
=6 . 4Hz) , 6 . 80 (2H , s) , 7 . 04—7 . 3 1 ( 5H , m) , 7 . 51 — 7 . 61 (6H , 
m) , 7 . 80—8 . 04 (4H , m) , 8 . 34—8 . 38 (2H , m) . 

[0152] mmm 1 a 2 a-jvtu^jvt^j- 

n {2 [4 (A yjv^u^yy^ )V) - 1 ~b° 
^Vjy^n^ ^±ikl -N- (3-eyy» <yxr 

8«Bfe»*<72.2%) . fflUS : 98-10rC 

IR(KBr) : 1682, 1638, 1602, 1526, 1426, 1382, 1334, 1298, 12 

28, 1182, 1156, 978,832, 762cm- 1 

NMR (CDC1 3 -CD 3 0D) 8 : 1 . 15 (6H , d , J=6. 4Hz) , 1 . 79—2 . 00 (4 
H , m) , 2 . 67—2 . 68 (2H , m) , 2 . 88 (2H , t , J=7 . 0Hz) , 3 . 09—3 . 6 
2 (6H, m) , 4. 13 (2H , t , J=6 . 8Hz) , 6 . 30 (2H , d , J=8 . 8Hz) , 6. 78 
(2H , s) , 7 . 04—7 . 29 (5H , m) , 7 . 50 ( 1 H , d , J=8 . 3Hz) , 7 . 95 (2 
H,dd, J=8.6, 5. 5Hz) , 8. 29—8 . 36 (2H , m) . 
mWM 14 3 4 -Xf^ io*})V#—}VT 5 J ~ N - 
[2 - {a-^WAjv- l -b°^'J^;p) x^;k] 
-N- ( 3 -by jsjv) ^yXTM Hz^Zk^ 

S3Bfe»*(91.(«) . HM: 188-190°C (#8?) 
IR(KBr) : 1714, 1680, 1644, 1594, 1536, 1478, 1448, 1428, 14 
14, 1380, 1364, 1316, 1232, 1184, 1076,764,704, 640cm 1 . 
NMR (CDC1 3 -CD 3 OD) 8 : 1 . 25 (3H , t , J=7 . 0Hz) , 1 . 80—1 . 95 (4 
H , m) , 2 . 28—2 . 58 (2H , m) , 2 . 69 (2H , t , J=6 . 4Hz) , 2 . 90—3 . 
41(3H,m),4.04(2H,t,J=6.4Hz),4.15(2H jq ,J=7.0Hz),6.7 
7 (2H, s) , 7. 13—7 . 19 (5H , m) , 7 . 42—7 . 65 (4H , m) , 7 . 83— 
7.92(2H,m),8.25— 8.35(2H,m). 

[0153] mum 1 4 4 

[2- (4-oy^;i^- l -b^ys/^) 

- N - (3-b°'Jy;l/) ^yX7 5 5 y^/lfgS 

. : 143-145*C 
IR(KBr) : 1730, 1676, 1618, 1596, 1564, 1530, 1478, 1452, 14 
26 , 1368 , 1318 , 1232 , 11 86 , 11 50 , 982 , 766 , 696 , 646cm" 1 . 
NMR (CDC1 3 -CD 3 OD) 8 :1.20(3H,t, J=7 . 0Hz) , 1 . 74—1 . 91 (4 
H , m) , 2 . 27—2 . 49 (2H , m) , 2 . 79 (2H , t , J=6 . 8Hz) , 2 . 97—3 . 
41(5H,m),4.09(2H,t,J=6.8Hz),6.31(2H ) d,J=8.6Hz),6.7 
9 (1H, s) , 7. 06—7 . 21 (3H, m) , 7. 46— 7. 57 (4H , m) , 7. 86— 
7.95(2H,m),8.31— 8.36(2H,m). 

mmm 145 4-AVj^rsy-N- [2- (4- 

^>VM/l— XfvlQ — N — ( 3- 

e u i/)V )^yX7 5KS7 v. /i fit fa 

88»fe»*<78.1%) . HM: 143-147*C 
IR(KBr) : 2960, 1718, 1680, 1666, 1574, 1480, 1430, 1382, 13 
46, 1312, 1270, 1210, 1186, 1130, 1090, 956, 696, 642cm 1 . 
NMR ( CDC1 3 -CD 3 OD) 8 : 0 . 78-0 . 93 (3H , m) , 1 . 14 — 1 . 63 (6 
H,m),1.71— 1.93(2H,m),2.29— 2.50(4H,m) ,2.71 (2H,t,J 
=6. 4Hz) , 2. 95— 3. 41 (3H, m) , 4. 11 (2H, t, J=6. 4Hz) , 6. 81 (1 
H,s) , 6.96 (2H , d , J=8 . 1 Hz ) , 7 . 23—7 . 32 ( 2H , m) , 7 . 42—7 . 
52 (4H , m) , 7 . 87—7 . 9 5 ( 2H , m) , 8 . 35—8 . 40 (2H , m) . 



[0154] l A 6 4-x^yx;l/^7S 

y-N- [2- (A-^VV^lV-l-^^J'J-lV) 
xf;l/] -N- ^X7 5 P77/kS 

n 1 1 

88Sfi»*<84.3» . Bt£ : 141-143°C 

IR(KBr) : 1680, 1632, 1604, 1574, 1482, 1450, 1430, 1390, 13 

28,1306,1230,1184,1144,954, 764,702cm" 1 . 

NMR ( CDC 1 3 -CD 3 OD) 8 : 1 . 28 ( 3H , t , J=7 . 3Hz) , 1 . 85—1 .90(4 

H , m) , 1 . 90—2 . 46 (2H , m) , 2 . 75 (2H , t , J=6 . 6Hz ) , 2 . 94—3 . 

40 (5H , m) , 4 . 10 (2H, t , J=6 . 6Hz) , 6 . 80 (2H , s) , 6 . 97—7 . 30 

(4H , m) , 7 . 45— 7 . 59 (5H , m) , 7 . 86—7 . 95 (2H , m) , 8 . 26—8 . 3 

9(2H,m). 

mam 147 4-^yyw/i-T^y-N- [2- (4 

-^yyw )V- 1 -b^y i?—)V) x^;p] -n- (3 

- b U i/)V ) ^yXT :l K77/I/I6 

aft^3fc(77.0» . Bl* : 207-2irC(4>M) 

IR(KBr) : 1712, 1672, 1642, 1596, 1530, 1478, 1448, 1430, 14 

06,1378,1366,1312,1270,1224,1186,954,764,700,644cm 

-l _ 

NMR ( CDC 1 3 -CD 3 OD) 8 : 1 . 76—1 . 95 (4H , m) , 2 . 25—2 . 52 (2H , 
m) , 2 . 77 (2H , t , J=6 . 6Hz) , 3 . 00—3 . 41 (3H , m) , 4 . 1 2 (2H , t , J 
=6 . 6Hz) , 6 . 80 (1H , s) , 7 . 22—7. 31 (3H , m) , 7 . 40—7 . 61 (9H , 
m) , 7 . 80—7. 97 (4H , m) , 8 . 30—8. 38 (2H , m) . 
[0155] mm 1 4 8 4-^^yx;^x;l/7S 
y-N- [2 - (4-<//>f;P-l-m'j^;H 
Xjyij - N- (3-b°yy;l/) ^yX75 1^AS7V 

6fi»*(94.4%) . H£ : 203-206*C (ftM) 
IR(KBr) : 1680, 1642, 1606, 1574, 1480, 1450, 1428, 1388, 13 
22,1306,1250,1228,1152,972, 704cm" 1 . 
NMR ( CDC 1 3 -CD 3 OD) 8 : 1 . 67—1 . 92 (4H , m) , 2 . 16—2 . 23 (2 
H,m),2.70(2H,t,J=6.4Hz),2.93(3H,s),3.02- 3.42(3H, 
m) , 4 . 08 (2H , t , J=6. 4Hz) , 6 . 80 (1H , s) , 7 . 03 (2H , d , J=8 . 8H 
z) , 7 . 20—7 . 30 ( 3H , m) , 7 . 38—7 . 64 (4H , m) , 7 . 86—7 . 95 (2 
H,m),8.27— 8.39(2H,m). 

USSM 14 9 4-^S;^75 7-N- [2- (4- 
^yVA)V- 1 -b°^JJ i?—)V) x^vlQ — N — (3- 
b°'J>>;P) <yX7$ F^lz^Zk^ 

afi»*(J£*«> . Hft£: 189-193°C (4MB) 
IR(KBr) : 1692, 1640, 1600, 1578, 1528, 1408, 1450, 1428, 14 
08,1384,1338,1316,1296,1254,1232,1182,1134,766,704 
cm -1 . 

NMR ( CDC 1 3 -CD 3 OD) 8 : 1 . 74—1 . 96 (4H , m) , 2 . 29—2 . 58 (2 
H, m) , 2. 79 (2H , t , J=6. 6Hz) , 3. 01— 3. 38 (3H, m) , 4. 12 (2H, 
t, J=6. 6Hz) , 6 . 79 (1H, s) , 6. 90 (1H , d, J=8 . 6Hz) , 7. 17— 7. 6 
0 (8H , m) , 7 . 86—7 . 95 (2H, m) , 8. 26—8 . 38 (3H , m) . 
[0156] HSfcfflJ 1 5 0 4-7°Pb°^/l/75y- 
N- [2- (4-^yyM )V- 1 -\Z*<Vis—}V) Xf 
7kJ -N- ( 3-b°U SfjOQ ^yX7S Y? VjkM^ 
Sfi»*(87-3!U) . Bu£ : 205-208 & C 



(44) 
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IR(KBr) : 1710, 1682, 1644, 1594, 1530, 1478, 1448, 1430, 14 
08, 1378, 1336, 1312, 1256, 1230, 1182, 1136, 766, 706, 636c 
nf 1 . 

NMR (CDC1 3 -CD 3 0D) 8 : 1 . 19 (3H , t , J=7. 4Hz) , 1 . 75—1 . 89 (4 
H,m),2.22— 2.43(2H,m),2.75 (2H, t, J=6.8Hz) ,2.99— 3. 
38 ( 3H , m) , 4 . 10 (2H , t , J=6 . 8Hz) , 6 . 80 (2H , s) , 7 . 1 5— 7 . 36 
( 5H , m) , 7 . 46—7 . 52 (4H , m) , 7 . 86—7 . 9 5 ( 2H , m) , 8 . 28—8 . 3 
7(2H,m). 

mmm 151 4-7-f u/i/rsy-N- [2- u- 

^yVA)V- 1 -b°^U i?~)V) XfTlj — N — (3- 

SM*(86.0» . It<£ : 215— 217°C (##) 
IR(KBr) : 1714, 1684, 1644, 1594, 1530, 1480, 1450, 1428, 14 
08, 1380, 1308, 1258, 1226, 1210, 1182, 1136, 766cm" i . 
NMR (CDC1 3 -CD 3 0D) 8 : 0 . 97 (3H , t , J=7 . 0Hz) , 1 . 59—1 . 76 (6 
H,m),2.14— 2.40(4H,m),2.71 (2H, t, J=6.2Hz) ,2.95— 3. 
09 ( 3H , in) , 4 . 08 (2H , t , J=6 . 2Hz) , 6 . 81 ( 1H , s) , 7 . 16—7 . 34 
(5H,m), 7.45— 7. 51 (4H,m) , 7.86— 7.95(2H,m) ,8.29 — 
8.38(2H,m). 

[0157] mWM 1 5 2 4-^f/k7$y-N- 
[2- )V- 1 -\Z^Ji?—}V) xj^] 

-N- ( 3-b°U <yX75 K^5_Z^Zka^ 
Sfe^*(97.0%) . : 147-149°C (#») 
IR(KBr) : 1678, 1634, 1600, 1574, 1528, 1478, 1450, 1426, 13 
70, 1356, 1318, 1232, 1184, 1156, 764cm- 1 . 
NMR (CDC1 3 -CD 3 OD) 8 : 1 . 79—1 . 94 (4H , m) , 2 . 43—2 . 52 (2 
H, m) , 2. 77(3H, s) , 2. 81 (2H, t, J=6. 8Hz) , 3. 00— 3. 41 (4H, 
m) , 4. 10 (2H , t , J=6 . 8Hz) , 6 . 33 (2H , d , J=8 . 6Hz) , 6. 80 ( 1H , 
s),7.07— 7.29(3H,m),7.39— 7. 58(4H,m) ,7.86— 7.95(2 
H,m),8.31— 8.36(2H,m). 

mmm 153 n- {2 - la- (4-7/^p^yy 
ae»*(58.3» . m& ■ is9-i9rc 

IR(KBr) : 3452, 1714, 1664, 1600, 1510, 1480, 1448, 1382, 13 
12,1230,1180,1156,954cm- 1 . 

NMR (CDC1 3 -CD 3 OD) 8 : 1 . 60—2 . 05 (4H , m) , 2 . 16—2 . 60 (2H , 
m) , 2. 75 (2H , t , J=6 . 8Hz) , 2 . 90—3 . 50 (3H , m) , 4 . 13 (2H , t , J 
=6 . 8Hz) , 6 . 79 ( 1H , s) , 6 . 94 (2H , d , J=8 . 8Hz ) , 7 . 1 0— 7 . 66 (7 
H , m) , 7 . 70—8 . 03 (2H , m) , 8 . 1 5—8 . 40 (2H , m) . 

[oi5s] mmm 1 5 4 4- 

4)VT^/) -N- [2- (4-<yyM;i--i-tx 
yy^) xjypj — n — (3-by^vi-) ^yx'TS 

fifi»*(96.3» . Mbft : 210-214°C (4MB) 
IR(KBr) : 1678, 1644, 1596, 1536, 1510, 1448, 1430, 1408, 13 
78, 1364, 1326, 1310, 1270, 1234, 1184, 1160, 766cm" 1 . 
NMR (CDC1 3 -CD 3 0D) 8 :1. 70—2 . 46 (6H , m) , 2 . 73 (2H , t , J=6 . 
6Hz) , 2 . 98—3 . 40 (3H , m) , 4 . 1 0 (2H , t , J=6 . 6Hz) , 6 . 81 ( 1H , 
s) , 7 . 04—7 . 29 (6H , m) , 7 . 49—7 . 58 ( 5H , m) , 7 . 80—7 .95(4 



H,m),8.33— 8.38(2H,m). 

mm\ 1 5 5 2, 4-y7S/-N- [2- (4-^ 
y^;l^-l-^'Jy^) xf;M -N- (3-b° 

IR(KBr) : 1714, 1680, 1620, 1598, 1578, 1480, 1448, 1426, 13 

84 , 1308 , 1278 , 1230, 1174 , 1156, 978, 956 , 774 , 700, 636cm 
-l _ 

NMR ( CDC 1 3 -CD 3 0D) 8:1. 72—1 . 96 (4H , m) , 2 . 17—2 . 51 (2 
H , m) , 2 . 75 ( 2H , t , J=6 . 8Hz) , 3 . 01— 3 . 42 (3H , m) , 4 . 06 (2H , 
t , J=6 . 8Hz) , 5 . 66 ( 1H , dd , J=8 . 1 , 1 . 3Hz) , 5 . 87 ( 1H , br-s) , 
6. 51 (1H, d, J=8. 4Hz) , 6.80UH, s) , 7. 19—7.39 (1H, m) , 7. 4 
5—7 . 53 (4H , m) , 7 . 86—7. 95 (2H , m) , 8 . 30—8 . 34 ( 2H , m) . 

[oi59] mmm 1 5 6 a-a^jv^^va f- 

N- {2- [A- (4-7/^P^y^H -l-b° 
^■Jyx/k] xf;i^} -N- (3-b°U^) \>X7 

&fi»*(93.4» . it^ : 196-198°C (4MB) 
IR(KBr) : 1672, 1642, 1596, 1546, 1510, 1428, 1412, 1378, 13 
32 , 1294 , 1274 , 1228 , 1066 , 972, 848, 766 , 604cm" 1 . 
NMR ( CDC 1 3 -DMS0-d 6 ) 8 : 1 . 74—1 . 86 (4H , m) , 2 . 06—2 . 21 
(2H , m) , 2 . 63 (2H , t , J=6 . 4Hz) , 2 . 91— 3 . 24 ( 3H , m) , 3 . 08 (3 
H , d , J=4 . 6Hz) , 4 . 05 (2H , t , J=6. 4Hz) , 6 . 80 (2H , s) , 7 . 04— 
7.33(6H,m), 7. 48— 7. 57(lH,m) ,7.95(2H,dd, J=8.6,5. 5 
Hz) , 8 . 35—8. 40 (2H , m) , 8 . 65 (1H, br-s) . 

mm 157 4 -^>^>x)v^ -)i r s / - n - 
[2 - (4 -^yy-i )V- 1 -b°^us;-;p) xf;i/] 

- N - ( 3 - b Q 'J js)V ) KyXT 5 K77/L MS 
»feT^7 r X««*(81 - 3%) 

IR(KBr) : 1680, 1646, 1598, 1510, 1448, 1382, 1334, 1304, 12 
28 , 1 1 58 , 1090 , 922, 850 , 584 , 564cm 1 . 
NMR ( CDC 1 3 -CD 3 0D) 8 : 1 . 86—1 . 91 (4H , m) , 2 . 4 1 — 2 . 59 (2 
H,m) ,2.79(2H,t, J=6. 6Hz) , 3. 02— 3. 39 (3H,n) , 4. 10 (2H, 
t , J=6 . 6Hz) , 6 . 79 (2H , s) , 6 . 90 (2H , d , J=8 . 8Hz ) , 7 . 07—7 . 2 
9(5H,m), 7.40— 7. 53(4H,m) ,7.64— 7. 73(2H, m) ,7. 95 (2 
H,dd,J=8.6,5.5Hz),8.23(lH,d,J=2.0Hz), 8.35(lH,d,J= 
4.4Hz). 

[0160] mmm 1 5 s n- {2- la- (a-? 

)V^u^yYA)V) - 1 -b°^U xf;i^} -N 

- (3-b°y^) -4- ( 3-b°y i^kx^vM rs 
y -^yX7 5 F 7 v 

Ife7 : £/k7rXaS(94.0» 

I R (KBr) : 1678 , 1638 , 1604 , 1 526 , 1480 , 1428 , 1378 , 1302 , 12 
28,1184,1158,982cm" 1 . 

NMR ( CDC 1 3 -CD 3 0D) 8 : 1 . 70—2 . 13 (4H , m) , 2 . 30 — 2 . 70 (2 
H, m) , 2. 85 (2H , t , J=6. 6Hz) , 2. 90— 3. 50 (3H, m) , 4. 12 (2H, 
t, J=6 . 6Hz) , 4 . 31 (2H, s) , 6. 37(2H, d, J=8 . 8Hz) , 6. 78 (2H, 
s) , 6 . 96—7 . 40 (6H, m) , 7. 40—7 . 75 (2H , m) , 7 . 96 (2H , dd , J= 
8.8,5.3Hz),8.16— 8.60(4H,m). 

mmm 159 n- { 2- la~ (4-7;^n^yy 
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4JV) -l-bX'Jyz;l/] xf;l/} -4 - ^n-f /--f 

afe^* (91. 9%) . HjS : 202— 206°C 

IR(KBr) : 1678, 1660, 1644, 1598, 1532, 1510, 1428, 1406, 13 

78, 1320, 1272, 1228, 850cm- 1. 

NMR (CDC1 3 -CD 3 0D) 8 : 1 . 50—2 . 05 (4H , m) , 2 . 05 — 2 . 46 (2 
H , m) , 2. 72 (2H, t , J=6 . 6Hz) , 2 . 80—3 . 42 (3H, m) , 4. 10 (2H , 
t , J=6 . 6Hz) , 6 . 79 ( 1H , s) , 7 . 1 4 (2H , dd , eac h J=8 . 6Hz) , 7 . 1 
8—7 . 70 ( 8H , in) , 7 . 96 (2H , dd , J=8 . 6 , 5 . 5Hz) , 8 . 1 0— 8 . 40 (3 
H,m) ,8. 60—8 . 75 (1H , m) , 8 . 90—9 . 05 ( 1H , m) . 
[0161] mWM 1 60 3, 4-y'7$y-N- 

[2- (4-^yyW;Hi-bxyy^)xf;j/] 
-N- ( 3 -try i?)V) ^yxrs. bA$77/^fi 

i^fSfe»*(92.1%) . BUS: 139— 142°C 
IR(KBr) : 3368, 1708, 1688, 1660, 1616, 1568, 1520, 1480, 14 
44, 1422, 1382, 1312, 1230, 1190, 974, 756, 702, 642cm- 1 . 
NMR (CDC1 3 -CD 3 0D) 8 : 1 . 77—1 . 96 (4H , m) , 2 . 26—2 . 54 (2H, 
m) , 2. 76 (2H , t , J=6 . 8Hz) , 3 . 00—3 . 40 (3H , m) , 4 . 08 (2H , t , J 
=6 . 8Hz) , 6. 43—6 . 48 (2H , m) , 6 . 80 (2H , s) , 7 . 21— 7 . 30 (2H , 
m) , 7. 39 — 7. 53 (4H, m) , 7. 86—7 . 95 (2H, m) , 8. 30—8. 35 (2 
H,m). 

mmm iei 3, 4-mf/P7sy-N- [2- 

1 -tr^y i?—)V) xf»;H -n- 
( 3 - e y it)], ) k>xt 5 H y^IkMM 
mm&T^tv? r -X«t9* (89. 2%) 
IR(KBr) : 1678, 1580, 1520, 1482, 1448, 1422, 1374, 1310, 12 
78,976,954,758,702,646cm" 1 . 

NMR (CDC1 3 -CD 3 0D) 8 : 1 . 86—1 . 96 (4H , m) , 2 . 11 (3H , s) , 2 . 1 
6 (3H, s) , 2. 25—2 . 74 (4H , m) , 2 . 99 — 3 . 43 (5H, m) , 4. 10 (2 
H , t , J=6 . 6Hz) , 6 . 79 (2H , s) , 6 . 94 (1 H , br-d , J=8 . 2Hz) ,7.25 
—7 . 59 (7H , m) , 7 . 87—7 . 95 (2H , m) , 8 . 34—8 . 39 ( 2H , m) . 
[0162] mMM 162 4- ( 2-y77^TXy 

J) -N- {2- [4- {A-y)V^u^yVA)V) - 

l-e^'Jy^]xf;^ -N- (3-e'Jy»< 

nm&T&vy r X»*(91. IX) 
IR(KBr) : 2180, 1640, 1598, 1574, 1536, 1480, 1426, 1380, 13 
04, 1226, 1182, 1156, 972, 952, 850, 760 , 710, 604cm- 1 . 
NMR (CDC1 3 -DMS0-d 6 ) 8 : 1 . 63—1 . 82 (4H , m) , 2 . 08—2 . 34 
(2H , m) , 2 . 65 (2H , t , J=6 . 2Hz) , 2 . 92—3 . 42 (3H , m) , 4 . 06 (2 
H, t, J=6. 2Hz) , 6 . 16 (2H , br-s) , 6 . 79 (2H , s) , 7 . 04—7 . 36 (7 
H , m) , 7 . 51 (1H , br-d , J=8 . 4Hz) , 7 . 95 (2H , dd , J=8. 6 , 5 . 5H 
z),8.34— 8.35(2H,m). 

mmm 1 6 3 4-(2-^ry-3, s-y^ivy 

T—VJ) -N- {2 - [4- (4-7/1/tP^/M 
)V) - 1 - e^y^] xf;l^} -N- ( 3-b°y^ 



)V) O Xr ^ 

f^fer^:?TXtm*<79.9!» 

I R (KBr) : 2172 , 1708 , 1644 , 1 598 , 1 512 , 1412 , 1378 , 1302 , 12 

56,1186,974,840,758,710,632 cm" 1 . 

NMR ( CDC 1 3 -CD 3 DD) 8 : 1 . 77—2. 04 (4H , m) , 2 . 30—2 . 67 (2 

H,m),2.70— 3.40(5H,m),2.88 (3H,s) , 3.06(3H, s) , 4. 13 

— 4 . 1 6 (2H , m) , 6 . 61 — 6 . 84 (3H , m) , 6 . 78 (2H , s ) , 7 . 0 5— 7 . 

29 (4H , m) , 7 . 51—7. 52 ( 1H , m) , 7 . 79—7 . 97 (2H , m) , 8 . 32— 

8.40(2H,m). 

[0163] 1 6 4 4- [ (y7/^/7x 

J^y^^JV) -N- { 2- [4- {A-7)V 

tP<>7'-f;l-) -1 -b°^y^n;l] x^;l } -N- 

( 3 - b° y -J)V )^X75P7 ^JVWSl 
efe^*(82.8W . ffiu£: 192-194*C 
I R (KBr) : 2200 , 1680 , 1634 , 1 598 , 1 550 , 1488 , 1430 , 1396 , 13 
66,1348,1314,1276,1262,1230,1190,1162,1148,848,750 
cm -1 . 

NMR ( CDC 1 3 -DMS0-d 6 ) 8 : 1 . 66—1 . 82 (4H , n) , 2 . 05—2 . 27 
(2H , m) , 2 . 63 (2H , t , J=6 . 2Hz) , 2 . 90—3 . 20 (3H , m) , 4 . 06 (2 
H, t, J=6 . 2Hz) , 6. 79 (1H, s) , 7. 05— 7. 57 (13H, m) , 7. 94 (2H , 
dd , J=8. 6, 5. 5Hz) , 8. 35— 8. 40 (2H , m) . 
HJftM 16 5 N- { 2 - [4- (4-7;i/tP<yV" 
- 1 -b°^y S^Zk] xf;l/} -4->fyxnf 
y>f 7-N- ( 3-b°y >>VP) ^yxrs F^vj 

&fi»*(97.6» . N0£: 189-191. 5*C 

IR (KBr) : 1680, 1642, 1598, 1532, 1428, 1410, 1380, 1320, 12 

68,1228,850cm" 1 . 

NMR ( CDC 1 3 -CD 3 0D) 8 : 1 . 55—2. 00 (4H , m) , 2 . 06—2 . 43 (2H , 
m) , 2. 72 (2H, t , J=6. 8Hz) , 2. 83— 3. 43 (3H , m) , 4 . 10(2H, t, J 
=6 . 8Hz) , 6 . 79 (1 H , s) , 6 . 93—7. 35 (4H , m) , 7 . 14 (2H , dd , eac 
h J= 9.0Hz), 7. 35— 7.76(6H,m),7.96(2H,dd,J=9.0,5.5H 
z) , 8 . 15—8 . 40 (2H, m) , 8. 50—8 . 75 (2H , m) . 
[0164] 
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Abstract of JP1 0077271 

PROBLEM TO BE SOLVED: To obtain a new compound having a strong serotonin-2 
receptorantagonizing action and useful for treating and preventing circulatory organ 
diseases. SOLUTION: This new compound is expressed by formula I [A is one of a 
group consisting of CO and S02; B is a single bond, CHOH, carbonyl; D is methine, 
N; Q is methine, N; R1 is H, a halogen, a lower alkoxy, a (substituted) amino, etc.; R2 
is H, a halogen, a lower alkoxy; R<3> is H, a halogen; (n) is 2, 3], e.g. 4-amino-N-[2- 
(4-benzoyl-1-piperidinyl) ethyl]-N-(3-pyridyl)benzamide. The compound of formula I is 
obtained by reacting a compound of formula II (X is OH, a halogen) with a compound 
of formula 111. The compound of formula I has a serotonin vasopressor-inhibiting 
action and an infarction- inhibiting action in a carrageenin-induced peripheral 
circulatory disorder model, and is useful for ischemic heart diseases, cerebrovascular 
diseases, peripheral circulatory disorders, diabetic complications, etc. 
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